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(57) Abstract 

Compounds having an antitumor activity and causing no morphological change in cells. Compounds of general formula- (I), 
pharmaceutical ly acceptable salts of them and solvates thereof, and medicinal compositions containing the same. In formula (1), X and Z 
represent each CH or N; R 1 3 represent each H, optionally substituted alkoxy, etc.; R 4 represents H; R 5 * 8 represent each H, halogeno, alkyl, 
alkoxy, alkylthio, nitro or amino, provided that al! of R 5 " 8 do not represent H simultaneously; R 9 and R 10 represent each H, alkyl or 
alkylcarbonyl; and R N represents alkyl, alkenyl, alkynyl or aralkyl. 
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(I) 



R4 

x&£iszte> -en-en. cH^fciiN^L, 

n^v^tf-;^, 75 /s (z:©75ys©i*fctt2©7K*i^ : Ftt. -en 
•en, Cm7;u^;i/« (c:©CM7^4 i ;ustt7Ka6S*fcttCM7;ni+v'Sfc«k 

OMSnT^TfeJ:^ t«fct)H*$nTlriTt)«tlr>), SR IJ R"N-C (= 
O) -O- (R"*<trXR u tt. l^-lTActel^oWT&cfc^ *5BirP£fctt 

Cm7H;H (d07;u+;us«*KS*fcttCM7;un+i/Stc«t oe«i$ 

tlT^T*>«klrO SfcttSR"- (S) m- (R M tt. Cm7^;H 

U mteO£fctel &m?) C«fc0«ttSnWTt>J:<. 
R\ R\ R'&cfctfR'te, ra-£fcttJ*fc-3T<r>Tt>J:<, Any 
fctt7 5yS£*U <SU R\ R\ R'iSitXR'eT^TKJRJR^^Srcittt 
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R"«, Cm7^+;p», c h 7j^i;h, c M 7;b+-ji/S (c,<7;m^ 

«C„7;kP*^glCck9g&$ftT^Tfcck^h SfcttR"- (CH«) n- (n 
tt 0 ~ 4 0g»££U R ,5 Mfn££te^ffrfn(D 3-7 iMil^Sifcttl 

fctt^tSft03-7S^I5S7ttt1g*5Ri:tt^L&-i||ttT*oT'bJ:lf») & 
ST) 

its® 

*W«»»C4J^T, SSfcttSo-aJtLT© rc M 7;wuj re,- 

~4> ©7;i/^;i/S*3 e tt/7;H]4 1 ->S$:iri^-r-i)o 

2-4. ©7;uy-;us*j«trX7;u*iijus*iSi*rs. 

c M 7;u*;uo«d:LTtt, *?s>k x^;k n-yoejk <v/Dt:jk 
n - 7^;k i -T^k s - 7^jk t - 7^;k n - ^>^;k n - 

C,47;UD4 1 '>OWtLTtt. *h*i>. Ih + k n - ^ i -7* 
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;\u>f>f%?t\$> yymui-s &mmT, ^rzits'ymm^M 

tttLTli, tf'JyJH, tMUvVS, Wr/VI, WJ/i, 

7>j;ug, hU7i/u^*. xh7yu;u«> **uvu;u*» ^77u;ua, 

7^^r-;paiij«k^c M 7;u+-;p»tt, ir"- (s) m-fc«fc ommznx 
stag (»$l<«, tfjyjw est. 6Mii^i^Mt5Siffii. 
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m^OtDit- (S) m-te£S££^-f. 
<tt, £R"- (CH.) p-O- (R»tt, ADy>ff, Cm7;U3 + 

*BWi. -tn^pn, c„7;i/*;ug (^©CM7;u+;ustt*K*SfcttCM7 
r ,j n-c (=0) -o- (R'^ckotR-'ttSC (i) -e£«sftfcrt#tra*T 

&Sh JfcttlR"- (S) m- (R"«5£ (I) T«8$nfcrt$«i:RI«-C« 
3) £*U ff£L<tel~4, £ 0$f * L < it 1 2 , #fC 

St (I) 0{fc£tt©JFi:U»S£LTtt, 

r'*«**j!^££u R J ^sm^nfcCM7;uo^->s ($?^l<«sr"- 

(CH,) p-O-) £SU RWWftC M 7^3*^« (#£L<kUh* 

R 3 #M&$tt£C,,7,l|/:3*^S (JfSKtSSR"- (CH:) p-O 
-) £«T{fc£*&. 

it (I) ©ft£&0|f?£LU8£LTtt. 

R\ R\ R^ct^RW^itl^AD^f (»SL<tt. 

r\ r\ R , *5«k^R , ©^7i<tt)i^CM7;p*;i/S**r^«j, 

R\ R\ R^tfR'c^^^y^SSrSiU Srj©2^*il^ 
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£ tz it 7 y mm?) zntits®. 

R'^7jc^^^«T{t^^, 
R'&ktfR'tfymm^ZmL. R^£tfR'#C„7;i/*;US mzft£L< 

RMo^tfR 10 ^ #£L<te, rtJlSIK^ *3\>u*, x^s> 7'ne;us, 
/h+v/^^S, *;i^;us. 7-fc^*, ^>v;i/«, £fctt7x*^;u* 

R\ R , £J;tfR l W**lj^£&Tfc£«5. 

R'*«7K*flK«*u R'&£tfR"m^Tnfr£fzimjirf*mj%?w\-(Dm 

R"^1-Ci^^5lR"- (CH,) n-K&Vvr. ntt$F$L<ttO~ 
2<Dfift. Hfcff*L<tt. 0$fcttl£3ET. R xi omn\s^mt\sT\t, 5 
i^nT^tt,J;^|DJt(»W6SR$M (II:}fiL<H 7i 

#£L<tt, tf'JyiH) T^WbtlS. 6*^^^S^figTSSffl^«, 
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it (I) <0<££®<D&£ls\,m£LT\t. W\Z, 5S (I a) 



R24 R 27 r28 




(la) 



(±ffi5St*. 



R 2, ;fcJ;tfR 2: te. W-fcfcttJlfc^T^TfcJ:^ #M&C, 6 7;io*>^£ 
TcteSR 3 '- (CH,) p-O- (R J1 fi, Any>M^ 7m&. C„7;H2*-> 

3 + i/Sfc:«J:0fiSI$tlT^Tt>«fclrJ) »C«fc0«SI$tlT^Tt)«fclrO, *R ,! R 
,3 N-C (=0) -O- (R'^<fc^*R ,l «. ra-*fctt*fcoTV»TfcJ:<, /Jc 

mj%T£fzi$c>,7 <d©7;p+;ustt*i6S*3tttCM7;m+>'S 

HckOBlftSnT^TfeJ:^) ££-f). ic/tteSR' 1 - (S) m- (R"tt, C 
.7;WU»fc J: K>mmZtlT^T>b£^®%l£1zittmfQ<D 3-7 IrII^ 

R 2 \ R l \ R"£cfctfR"!4, E-£fcttgfcoT^Tfc«fc<. tK*®^. AO 
C,.,7;i/*JhK, Cw7;U3*5/«, C„7)V*)V1-*m, zhng. 
tfctt75yi$SU fIL, R", R M . R"43J;^R !6 ^T^7K^^^1-- 

#r.;i/S©7;i/+;ua5»tt. Aoy>if, c,.,7;m+->«, 7 = yi (7$ 
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/Sttc w 7;u3*'>st«toa»snTiriTt)«fc^CM7;i/+;i/Si3«i;o«ift 
R"»i. cjj^jh, C:.,7;i/^r-;us, c^i^^s (c M 7;wu 

&C„7;i'3*^StI c fcDgM£nWT : fock^) £7cteR 3! - (CH 2 ) q- (q 

^7 t cttCM7;m + ->S{cJ:0ra^nT^Tt) c l;<, filKD^n^/iOT 
T) 

->S) ^IL, fli^'SR 3 '- (CH : ) p-0-£3ktZ£tfT*£Z> o 
SR 3 '- (CH : ) p-0-K£HT. p«#£L<tel~4> J;D#i;L<« 

3: (la) (O{fc£^0#£U>$£LT«:, 

R'\ R", R^t/R ! WKtfel^Aoy>If (ffJKH 

R'\ R J \ R"£cfctfR 26 CD'>&< £fcl^X„7;M^S£^Tft£#K 
R'\ R 2 \ R ;i i5J:^R J '(D-5^2 0^/^;US$gL, iO©2«Mf 

R ,J . R ! \ R !s &£ZfR ,i <D'J>ti.< tb l^>tf-hnm, 75 /S, Cm7;H1 

R J \ R :5 ££tfR : Wf£II^£2iu R M *V\ay>irp (Mfc:$?£L<te£ 

tfR :6 #7k$!fJiH^^-ffc£#J. 
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c w 7;^;^ti, -hoi, £fcte7=-;mzm?it£yi, 

5fc (la) ®ffc£4&®Jf?SU>»i:LTtt, R'^tf R";^**!!^ £3ET<ffc 
j£ (la) Oft^aoffSl/HStLTIi. R'^tfR "OHfn*** 

R^WCl R ,! - (CH) q-lC*^T. qte$?3;L<«0~2 

*nTif»Tfe«fciri7xz:;i/a6*«i:rX«»$nT^T'b«J:^«asiSfctt^fifD©6 

S (la) O^igjWJffSLHSiLTtt. 
R a . R*fc«fctfR^<**l!5rf££U 

R :, ^\Dy>g^, Cm7^+;PS, C w 7;m*->«, SfettzhogSS 
R J: R T ^L, 

R"*«. Cm7;wi, c m 7;u^t-;ps. c«7^*-;u* (cjwjp 
S. CM7;u^n^s*5 < t^c M 7;u+-;i,Stt, *-*i^n. Aay>jK^*fc 

teC,.,7;Un*vSfcJ;D^&£ttT^Tt><k^) (CH,) q'-R" (q 

tto^fctiKDS^^i, R"tt/\oy>K^, c w 7;u*;p**fcttc w 7;u 
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♦ 

R 21 *5 «fc R 21 mm& C w 7 )VU + ->s £g L , 
R 2 \ R"*«ktfR"*l**BfS«l, 

.RW\Dy^, Cm7;WUS, C,.,7;m*->S, £fc«±hPS£« 
U 

R'W. c»7)V*)V&. c»7)Wr~)\,^ Cm7;u^-;us (Cm7ju*;p 
S. c ! 47;p^r-;i/S*s«kijcc«7;u+-justt, ^n^-*n. Aoy>ji^£fc 

ttC w 7;iO*^S£«fcBfift£nT&vrfc«fc^) *fc»4- (CH,) q-R" (q 

ttosfcttiwg&fcgu R"w\ny>®^ CM7;wua£fc«c,,7;i/ 

R 2, *ckr>'R 33 ^#^mCM7;m^vS^gL. 
R", R !, ^ck^R"^7K*^^^L, 

R^^oy^f, c,..7;u+;us, c w 7;m*^£. Sfc«-hD«^^ 

U 

R J >'7K^^^^L> 

r j, t>\ CmJ^+jH, c 2 .«7;i/^r-;i/S, c»7)V*—)v* (c,..7;i/^;u 
S, c M 7;^-jus*5«tixc M 7^+-;i/Stt, ^nt'ti, ;\uf>m?s.ft 

ttC^m + ^SfCfcOflHftSnT^TtJ:^) (CH,) q-R" (q 

tto Sfctti R M ttADy>jsc^, CM7;u*;i/*£fctec„7;u 

r u &£Vr :> <d\,* rtifr -%mtm& c ,,7 ;m + ->s u , r 31 

- (CH,) p-0-£&L. JFiKtt. R J, ##MC,.,7;i/:3*->g£»U 
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r"^sr 31 - (ch 3 ) p-o-*au 

R u w\ny>m¥. Cm7;i/+;i/S. Cm7^3+->s, sfci^hDi^g 
u 

R"fr\ Cm7;u*;u*, c m 7;p4t-;ps, c«7;i/+=;vai (c w 7M^ 
& c M 7;uy-;i/S^«fc^C:47;i/+-;i/SH, ^n?n. /\ny>m=?$.tz 

ttCM7;m + '>SC«t0HSI$nTlriTt)«J:^) (CH,) q-R" (q 

X*«CHSfcttNt*U 

R ,, *«t^R a ©^Tn^-****lt«lCM7;U3 + S/S**L, flil^SR 1 ' 
- (CH,) p-O-^U #i£:L<f2. R 2, ^S&Cm7;Io*>^£SU 
R a *»iR"- (CH,) p-O-^U 

R 2 \ R ,5 *5efcDfR"^7k^JI^$«L, 

R 3 ^v\n^*>m^, c„7;i^;p«, c,.,7;^+^l, ztzit-hnmzm 
u 

r w ^, Cm7;u+;us. c»7;i>*-zju£, c»7;1/*-;ps (Cm7;wp 
c M 7;^-^sfc«ktfc M 7^*-;ugte. ^-n-en, Any>nr^*fc 

ttCM7;U3*">*»CJ;011«l$nT^Tt>«k^) (CH,) q-R" (q 

«0*fcttl<&SE»£*U R w ttAny>JR-?» CM7^*;P**fcttCw7JU 

X*«CH*jfcttN**L, 

R 1, *«fc^R ,, ©ir»rn^-^*«^flisicM7;ni**>*s*L. m^sr" 

- (CH:) p-O-^U #£L<W:. R j, ##M&Cm7/U=i*vS£^U 
R'^SR"- (CH.) p-0-£SL. 
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R ! W\ny>If, C,.,7;W^ C„7;H3*vS> £7cte^hDS£S 
U 

r j, ^^m™^(d«^^l. 

R"ifis c M 7;^M. CuJ)V*r=L)vm. c M 7;i/*-;i>* (c,. 6 7;u*^ 
S, c 2 ..7;u^--;i/S*«t^Cz^7;u+-;u«tt, -enen. Any>iR^*fc 

teC„7;U3*~>SKcfc9@&£ttWTfcJ;^) (CH.) q-R" (q 

R a *J:^R B OV»m^-^35«#lltftCM7;U3*->*S»l/, W^IR 1 ' 
- (CH,) p-0-£SU #£L<te, R 1, *«#«SICm7;U3*«>***L. 
R'WSR"- (CHi) p-0-££U 

R M *«kiXR M 3&*Apy>K^. cj^+jn, c,..7;m*'>ai. Sfcttn 
R "43 «fc rjR M *«*3Rfl|^ &m l . 

R"tf«. c M 7;p+;Pi. cu7)V*-)\,& % c„7;^-;ps (c,. 4 7;wu 
£. c M 7;u^r-;u**j:tfCM7;u*=:;ua5tt. ^n^-*n> Apy>«^sfe 

ttCJJ^ + ylCctOli^nT^TfockW Sfctt- (CH,) q-R" (q 
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N- {2-^UU- 4-{ (6, 7-v^^-4-+±yiJ-;|/) **i/]7 

x~;n - n * -<vywi/7, 

N- (4- {[7- K>v;^+-» -6-* h + ->-4-+^-l/'J^]^ 

n- (4- {[6- k>^;m-*->) - 7 -* ^:^-4-*:hyu-,^pj- 
^>} - 2 -^DP7x-;u) -N' -yne^^l/J, 
N- (2-^OD-4- {[7-* h^>- 6 - (3-WU;y D ^y) 

N-[2-^PD-4-( {6-^ h*->-7-[2- (1H - 1 - < S^/'J 

N-[2-i/on-4-((6-/h+x-7-[2 - (1H-1, 2, 3-S 
U7 4 /-;U- 1 lh + y]-4-+tyj-W ^y)7i-i!,]-N 

N-[2-*nn-4-( {6-*h*->-7-[3- (1H-1, 2, 3-K 

N-[2-^70D-4-( (6-^ K^->- 7 -[2- (4-*?;Hf^->V) 

N- (2-*no-4- {[6-* h*J/-7- (2-tMUyxh^y) 
-4-+t l /'Jx^]t+y} 7iXJW -N" -X3Mt^|/7, 

N- (2-^7DO-4- {[6-^h + i>-7- (3-Wj;7"0^y) 
-4-^tyjx^y) 7i-JW — N ■ 

N-[2-*DD-4-( {6-* h^->- 7 - [2 - (y^WS7) Xh 
+ ^]-4-^±7'J-;H t+y)7i^]-N" -X^-71/7. 

N-[2-^DO-4-( (6-^h^->-7-[2- (1 H- 1 -< 5*V'J 
)V) Xh + y]-4-+tyiJx;H t+y)7i-jH-N' -7*D^>7l/7, 

N-[2-7DD-4-(f6-yh + y-7-[2- (1H-1, 2, 3 - h 
U7V-;U- 1 Xh^y]-4-WJxjH t+y)7i-j|/]- N 

' -ype;i/^u7. 
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N-[2-^DD-4-((6-/h + y-7-[3- (1H-1, 2, 3-h 
■J7\/-*-l— OW 7°p#*->]-4-*^/iJx;u} t^)7i^]- 

N- (2-7PP-4- {[6-/h*~>-7- (3 -=E;WU J yp#*-» 

N-[2 -^□□-4-( {6-* h*^-7-[2- (v;*3MU7^/) Xh 

N-[2-£PD-4-( (6-^h^y-7-[2- (1 H- 1 — T^^VU 
;W Ih + y]-4-WJlJU t+y)7x-^]-N' -7*3Ml"7U7, 

N-[2-7DD-4-((6-/h + y-7-[2- (1H - 1. 2, 3- h 
*)7V-)V-l-1)l) Ih + y]-4-WJ-;H t+y)7iZiP]-N 
' -7*^r>i/7, 

N-[2-i70n-4-((6-/h^y-7-[3- (1H-1, 2, 3-h 
U77-JI/- 1 T'D7}?4 1 '>]-4-+^-v r U-;U} t+->)7izjl/]- 

N' - 73^2 1/7, 

N-[2-^DD-4-( (6-^h + y-7-[2- (4 - ^JUfc?^ xy* ) 
xh + ->]-4-+t7'J-JH t+y)7i^]-N' - 1/7, 

N- (2-7PP-4- {[6-^h*->-7- (2-WJ/Xh + y) 
-4-*j-V*)-)V}jr*i/) 7x~;i/) — N ' -ZfJ-lVOlsJ, 

N- (2 -7PP-4 - ([6-^h^y-7 - O-WJ/yn^y) 

-4-^yu-;i']^x} 7i-jw — n* -T^utfuj. 

N-[2-?PP-4-( {6-pC h + v-7-[2- (SM^SJUTS/) Xh 

N-[2-?PP-4-( (6-/ K + ->-7-[2- (y7WS7) XS 
+ y]-4- + 7'JJH t+y)7i-JI/]-N' - l°u \L)\,*j V7 * 

13. N-{2-7PP-4-[(6, 7 - v* h + S^-4-^y >J;U) 
7i-JH - N ' -T'DWUT, 

5 1. N-(2-700-4-([6-^ h*->-7- (2-tMU/Ih + y) 
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-4-*/'j;i/] 7i-JW - N ' - (2, 4-y7;PtP7i-;W 

"6 2. N- {2-7PP-4- [(6, 7 -V* 4 -^l/'J^W 

7 6. N- {2-*DO-4-[ (6, 7-v* h*>>-4-*^/'JZ.;U) * 
+ y]7iZJH — N ' -X3\H/£[y7, 

l 1 7. N-{2-7pd-4- [(6, 7-v* h + 4 -*:M/U :* 

7x-;i/}-N' -;WI/7l/7, 
119. N — (2-7PP-4- {[6-^ h + v- 7 -(3 -^l^'J /7°P# 
*^)-4-+^- % /'Jz:;U] 7x-;U) -N' -7W;U7U7, 

135. N - (2-7PP-4- {[6-^h + v-7- O-^iJy^D 

- 4 ^} 7x-;u) -n' -7 p pe;u^i/7, 

142. N- (2-7PP-4- {[6-/h + ->-7- (3-fcf'JvMMK* 
-» -4-^y 7i-Jl/) -N' -7'Phf^ I j7k7, 

143. N — (2-7PP-4- {f6-^h + ^-7- (4-tf'JyJM h=^ 

-» -4-^y >j;^*->} 7x-;w -n' -yot:^U7. 

144. N - (2-70D-4- {[6-/h^^-7- (2-tMU7lh 
- 4 - + / U;U]^-+->} 7i-W — N ' -~fu tr;U"7l/7, 

145. N-[2-7PP-4-(6-* N + *>-7- {[2- (1H-1. 2, 
3- HJ7V/->-l -- OW lh^y]-4-+/UJH t+y)7x-JH- 
N* -7°P tr;u«7U7. 

146. N-[2 -7PP-4 - (7- {[2- ( 1 H- 1 -- f = Ih 
+ 6 h*v- 4- + / iJJH t^y)7x^]-N' -7°Ptf;U"7l/ 
7. 

148. N— [2-700-4- (6 h*->- 7 - {[2- ( 4 - t?^ 
=7i>J) Ih + y] -4-^yj;i/} 7x~JU] -N* - 7*D tMI/tf U 
7, 

149. N- (2-7PP-4- {[7- ( 2 - t K P*->X -6-* 
h + y-4- + 7 l Ji^y) 7x~Jl/) — N' -^o^9y7, 
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151. N— (2-7DD-4- {[6-*h*^-7- 
-4-*;V)U]**is) 7x~;i/) -N' -7W;i^l/7> 

152. N-[2-70D-4- (6 h^v- 7 - {[3- (4-^7Ufc!^ 

^vV) 7"a^y]-4-+yijjn ^-+-» 7x-j^-n' -7at?;u7i/ 

153. N-[2-7PD-4- ( 6 -^h^->-7- {[3- (1H-1. 2, 

3- hU7y-^-i 7°a^^j-4-^y u;H 7x-;U] 
-N' -70WL/7, 

157. N- |2-7DD-4-[(7- (3-[ + 

-n" -7°pe;i/7U7, 

159. N-{2-?PD-4-[(6-* h*->-7- {[5- (1H-1, 2, 

3- hU7v*-;u- i ^>^;y]^v} -4-*/u;i/) ^->]7i 

160. N-[2 -^□□-4 - (7- {[4- (lH-l--f5^/U;i/) 7h 

6 h*->-4-*y 7i^j-n' -7De;i,7i/ 

7. 

162. N — (2-?DO-4- {[6 h=^>- 7 - (2-iJl/*Uyih 
*«» -4-+t l /U-^]ny) 7x-;y) — N' - (2, 4-77MD 
7i-JW 9U7, 

163. N- (2-*dd-4- {[6-*h*x-7- ( 3 - >J / y'n 
-4- + ^yU-;U]^+->} 7x~;U) -N" - (2, 4-y'7M 

□ 7x~;i/) 7U7, 

164. N-[2-7DP-4- (6-^h^^-7- {[3- (4-*3MI/t!^ 
7->V) 7'Dtf*->]-4-*:hy*iJ-;U} :t*^) 7i-^]-N' - (2, 4 
-y7MD7iUl/) 7^7. 

165. N- (2-?DO-4-[(7- (3-[ (2 - 1 Fo + yXfJW 
M — N ' - (2, 4-y7WQ7iZJW 7U7, 
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. 168. N- (2-?cm-4- {[6-* MP5/-7- ( 3 U / 7°D 
-4-^;'JJ^y} 7x-;i/) — N' - (2, 4-/7MD7 
x-Jl/) 7U7, 

169. N - (2-^DP-4- {[6 h^r'y- 7 - (3 -£'J 2>;M 

v) u;V]^-*->} 7x-;i/) -n' - (2, 4->*7^D7xz 

170. N-[2-7PD-4- (6 b*zs- 7 - {[2- (1H-1, 2. 3- 

MJ7v*-;u- 1 -<r;u) ih+y]-4-+;ujH 7x-;U]-n* 

- (2, 4-y7MD7xZJW 71/7, 

184. N— (2 -7PO-4- {[6-* h*->-7- ( 3 - tT^ >J ->V 7°otf 
-4 -^3M/U^;i/] ^^>} 7i"W — N' -*^;i/>7l/7 

185. N— (2-£DD-4-{[6-*h*$/-7- (3 -t^Uv/yn^ 
-4-^r^V'J-;H 7x-;P) -N* -XWI/7, fccfctf 

1 8 6. N- (2-^ DO- 4- {[6- / h*->-7- (4-tfUvUM h*S/) 
-4-^/'j;U] 7x~;U) — N' -.(2, 4-y7MD7i-Jl/) 

71^7. 

6 2. N- {2-700-4- [(6, 7 - i?* h^x- 4 U 
->] 7i'JH -N* -7u¥)WyU7s 

142. N- (2-70D-4- {[6-*b*v-7- (3-eUvJMh* 
v) -4-^;U;^-» 7i-JW -N' -7'ohf;U7L/7, &<fctf 
169. N- (2-7DD-4- {[6-*h*~>-7- ( 3 - M 'J z?)V* 
is) -4-*/ ijfr)**^} 7x~;i/) - N ' - (2, 4-/7WD7I- 
M 71/7. 

^li LT«^- h U 7A&, ts 'J 7A^Sfc«*;i/v7A^Ock^^7;i/* U&JR 
tfettTMUiSilOi, 7 7«ISI, ^{k7K^m, 37{b 
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*5tmz&z>it%m*. ztz. mz.\z, t-rzzttfrt 
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X^-A 1 
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iz^-DTmrn-vtz. wz\z. 4-tuu*; u >mmmz, o rg . s yn th. c 0 i. v 

ol. 3, 272 (1955), Acta Chim. Hung., 112, 241 (1983)£fcteW098/47873(Cfef<£ 

nz£?temm^m\z&z>T£i&-rz>zttfi?gz>. 4 - ^ u 

>i§^#«\ J. Am. Chem. Soc.,_68, 1299 (1946), J. Am. Chem. Soc, 68, 1305 (19 

;UA75 K<h^^-tJ-T+^yn>H|^#:^# (Mjg^J3 4#BH), ( 2 ) 
^yo>fjfig#:£in?4T 3 (gjjg^3 5&<fctf 3 6#fi) C £££ 0 ®!igT*#5. 

(1) C^^Ttt^lfilXf^t^Jl'Ay^ft K0^<D#ftTTS^it 

>itfcfote*+vn>mm&t**i/mti)>t£tom?zz.t\z£o^ffi-tz 

(2) \Z^ritb)UJL>^fcit7,)U^y>(DW^TrKm^^-r^rzSb. $ 
□ U>^^^5^«^^1-^^^y»J>g|^$-^ffl$-fr, 4- (~hD 

- (7$;7i/+y) *y i J>mmte&zw$mmrz>*i-vv>mmtei)m 

Z-&Z>t4- (7$y7x7 + y) *y U >i^ft&5^ttfB^T-i>*^l/ U > 
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astute. 4- (7$;7iy+-» v >mm&$>zwm%tz>*j'V 
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Set^TfS (IilA). 
T<5£<!:t>T#S (111 B). 

mm& (o=c=n-r") <t{^^-& (1^2), &s (0!i*fcr. mj 

£A) ®#£TiSSfc7;U*JHfcSI (R ,0 Hal) (113) 

tCckD^ (i) <D{k£®£mm-ctz>. 

RM3«fctfR'*fcjU R'*ct?>V^fe«R" , ^7K^^T*^'j7U7^*#: 
CJfiS **{t:hHJtfA) #£T> fci£ft7;i/*;Hb8iJ (R'H a 1 , 

R"Hal) ^ffl^t^^iaoT^AffS (IS5^^7)„ 

;P75> (R"NH 2 , R"R"NH) (114 
*5«fctf6). 
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£f£ffi * * S Z t \Z ct 0 - h □ £ £ ^ AT £ -5 . 

m £ # a c: t J z =k o 4 - o o o * y ■ j > ^ # % m m t* 5 . 

f# 6 (:^0^l;flWV'y7t-h 3t*# ( O = C = N - R ") 

5> (R"NHj) ^ffl$-&5it»i«t0'>I^7»^^T#5. 

U>£±©7tt©*»£©ft«g (PG) fc*5feU i£S©??ft 
y;\Ufyit7)V*)V (R"' Hal, R ,,, HRW;^ + ySt*5i:f©7 

MW^it) ^f^ffl^-fr^^itc^o, &zmt7)is3-)\,mm& (r m 

OH) &&2n©77& 7^15^) K«fcDfftB$ ■&*;:<!: +/'J 

«SIK^fcffl^i*7;i/3-;P«*#tt7|TK$nTV»**V &5V>«J.Antibiot.(l 
993),46(1),177» Ann.Pharm.Fr.l977,35,503^(;:f2i&©7Jj£ (C^-p T»jgT#«. 
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2 -75 / - ^MKx^xJMBiiWWi, J.Med.Chem.l977,20,146«k:l3«© 
&fcfcSnfcfcSto*Jft3^#fcT*;k^75 h* tflUBStt* CtfcJ; 0 4 - 

mtlfz 4-0 PD^tV 'J £f£ffl £ #3 <h 4 - (75/7i^y) 

^»©^rffiCfi£^^6nfcgf*#t<y v7^— (0 = C=N-R") 

5> (R"NH 2 ) 1tftmi* J £Z>Z.t\Z&Y)VU7W>ft*%t$.T-ZZ> a 

*^l/'J>IR±©7tt©7KK*0««ai (PG) £BfcfcU &S<D# 
&T/\u?>tt,7)V*)V (R"'Ha I, R ,,- ttR ! W^3^^STS5if © 

7;whb#£ST) ^f^ffl^-frs^iiUcto, **^tt7;u3-;i/»i»# (r 
vu >s©7fic7;m*'>s^-rs*s©{t^ft*3!giiT#-5. 

*f89JK:<fcSfl:£«5tt. Ofhoc^^tlifMiia^VEGF (v 

ascular endothelial growth factor) L tz £ # t3|2 uSMAPK (mitogen-acti 

vated protein kinase) ©ISttftSBftS (XSttHM 1 £«fc#2 im^l*) 

^^sa ^vegf rmmr %> t^mwTmco -> ^^eg* \z j; o m a p k a*g 
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ttfcSft, U >Kfc3*lfcMA P K©±##§g© Sft* (Abedi,H. *nd Zachary, I., 
J.Biol.Chem., 272, 15442-15451(1997)). MAPK©Sftll:lttf|4l;*(t5i| 
*rt2^tt®i|*£ftS&ttil«iB3 d tA«ft5nTH5 (Merenmies, J. et al., 
Cell Growth & Differ., 83-10(1997);Ferrara, N. and Davis-Smyth, T., Endocr. Rev., 1 

8,4-25(1997)). &?T*%m££&fc&toftAmto&tomftmitlrr&. 

B<D&& tm<%£Zf -O^T^Z>(Forkman, J. Nature Med. 1: 27-31(1995); Bicknell, 
R., Harris, A. L. Curr. Opin. Oncol. 8: 60-65(1996)). IJoT, *36§JiK:«fc 

it. mm. mkm&fflmm. *tt«»u^T^, 7xd-ai4»jjirm^, 

*56Wt«t«{k^fttt, £#£B:#Lfc*£. S^ttC#Sl3ffinT^ 

*«^K:«j:ntf, *f£Wiz&z{te;®£^tsmmmf&mm&2tiz>o 

Mitmzfc. mnmtLxit. mi. *7*)i>n. mm. mmi. ->n y ym 
tziztmfzn. tmnmtbxit. &mm. mm. 7—ym. wmmttztm 
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dft&©4MMMjtt, m^m^^nx^^mmm. mmm. m&m* mmi, 
ia*©«^c*si;Tjii:^$tis^, «*.«<>. l-ioomg/kg, »s 
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ami 

SHiiffJi : 2-^dd-4- [(6, h*->-4-^y u;p) 7 

— 'J > 

y^^XM+yH (10ml) lZ*m<tj- h l ) V & (60w%, 0. 72 
g) SrJPA, 5 0fe3 0»ft^SfiCL, 4-7$y-3-^D07i/- 
;WfiK£(l. 6 1g) SHOASfiTl Ofimftlsfzo ^H4-i7nn-6, 7 
-^h^y+yj> (1. OOg) £Jfl*.l 0 0 < CT-MJ$L7to S^&tC 
7kZtoz.>7 o ntf ;UAT*fi£il Lfcg, £ □ o *;i/A*£g3fD&Bfc#*?- MJ £ A 

9g, W6 0 %Tf§£. 

'H-NMR (CDC h, 4 0 0MHz) : <5 4. 0 5 (s, 3H), 4. 0 5 
(s, 3H), 4. 08 (s, 2H), 6. 44 (d, J = 5. 4Hz, 1H), 6. 

85 (d, J = 8. 5Hz, 1H). 6. 9 3 - 6. 9 6 (m, 1H), 7. 15 
(d. J = 2. 7Hz, 1H), 7. 41 (s, 1H), 7. 54 (s, 1H). 8. 

4 8 (d. J = 5. 1 Hz, 1H) 

m&m : 4- [(6, h*y-4-*vu;to 3-*$/) -2. 3 

y^fMM+yh' (10ml) h 'J ^A (6 0w%, 0. 7 2 

g) ZMA. 5 0tt3 0MI$iiSi:L, 4-757-2. 3-$**^ 7 
i;-JHSI(l. 5 5g) £jDAgffiTl 0#ft#Lfc. JfcC4-*nn- 
6, h + v+y 'J> (1. 0 Og) £ijnAl 0 0tT-lftJft#Ufc o E 

J6ffc£zkOi*£aa7M/ATttfflLfcfg, £an#;PA«£fiSfn&ll7te!^- h 
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0. 9 4 g, JK$6 5XT»fc. 

'H-NMR (CDC 1 j, 4 0 0MHz) : 6 2. 0 7 (s. 3H), 2. 15 (s, 
3H), 3. 62 (s, 2H), 4. 05 (s, 3H). 4. 07 (s. 3H), 6. 
25 (d, J = 5. 4Hz, 1H), 6. 64 (d, J = 8. 5Hz, 1H), 6. 
83 (d, J=8. 5Hz, 1H), 7. 42 (s, 1H), 7. 6 4 (s, 1H), 
8. 4 2 (d, J = 5. 4Hz, 1 H) 

MML3 : 4- [(6, 7-y7h^y-4-4yj^) ?Mr$/] -2, 5-v* 

v^^;UX;U*+->K (10ml) KTkJMs^.HJtfA (6 0w%, 0. 36 
g) 5 OCT 3 OSHltffcMfcU 4-75 7- 2, 5-v*3MI/7 

x/-;Ml. 2 3 g) SJnAMTl 0#IB#Ufc. &Kl4-*PO-6, 7 
-y7h + y^/U > (1. OOg) Sim* 1 0 0 , CT-lft*#Ufc. 
TKfcJHiA* □ nTfr^ATtttti Lfc&, £ □ P^AJifcfflifnlK&Tfc*:*- h U OA 

^□□^;UA/7-fe h> (1/1) TlHt5y'JAWo7h^ 

mmM4 : 3, 5-ygcm-4- [(6. 7 -y / h^y-4 -^7 UJl>) 
->3 7-U > 

y/fMM+yh* (10ml) h U OA (60w%, 0. 36 

g) Sin*. 5 0*CT3 0 U 4 -75/ -2, 6-^DQ7 

x/-;i/ (1. 5 9 g) SjUOA^t&Tl 0 3HJ|#Lfc. *C4-^dd-6. 7 
-y/h + y+y'J> (1. OOg) SMl 0 OtT-«»»Lt. S^ffifC 

7KSin*^Do*;UATttUJLfcg, ?na:fc;i>AB£efn£B£7k*± h u OA 

?oo*;|/A/7-feh> (1/1) -cmmTZ'>Vtiy)l<7n'?h!f 
7 7j-lz<kr)mmL. MM^tt&O. 35g, iR^2 2%T-f#fc. 
'H-NMR (CDC1,, 4 0 0MHz):<5 3. 8 4 (s, 2H), 4. 0 5 
(s, 3H). 4. 08 (s. 3H). 6. 28 (d, J = 5. 4Hz, 1H), 6. 
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74 is, 2H). 7. 43 (s, 1H), 7. 64 (s, 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

»ftg»l5 : 4- [(6. 7 - h*v- 4 -^7 g^xj -2-~ hDT 
-U> 

y^fMmyh' (15ml) (CTK^k^hU^A (60w%, 0. 54 

g) ^pa> rotTsowiiiaia, 4-7s;-3-zhD7i/- 

JM2. 0 7g) ^iP^S^Tl Oft&&Ltz. #t34-^DD-6. 7-v* 

h*->*/u> (i. sog) zimm o 0VT4mmMftLtc a Kmrniz** 

£Do*;i/A/7-feh> (i/i) TJl^TS^U^W^nv 
>f-H«fc0»88U ^il<Z)fc£#j£0. 5 3g, iK^2 3%T|#fe 0 
MffJ6 : 1- [2-7S7-4- (^>x>;f*/) -5-7 h^y7iZ^l 

-i-x^y > 

1 - (4-t Kn*->-3-* h + v7i^) - 1 -X*/> (20g),K 
i*'J9A(18. 3 g), B-y-ffcx h^-n-y^UZ/^X^A (4. 4 5 g), 
^>^n$F (17. 3ml) £N, N-y7fWW75 K (3 0 0m 

7k*iO*.IMRx^>l>T«lttl U i^B6x^;i/a^figfi^- h 'J «7ATSj«lfc. 
«BET*«t*ffl5feLT#6nfcai$. £@fl!igg (12. 4 7ml) 6»S (12 

omi) izm»L. ^mx2mwRfSiLft, ovizT7miti-h , )?&7kmfc& 

m*.*mzLTz'&, ^oo^AiiiiL, ^ A/fSrSfu&^MJ^AT-ft 
&Lfc. ^13. «EETS&£S£LT$6*i;fc8££. i^y-JKl 1 60m 
1 ). * (1 2 0m 1 ) K:3&£WTJg#U ^{k7> ; EX^A (19.2 g), 
3Ett (10 1. 7g) ^JPA, jDl!M^3^Lt. -fe^f hztiEU 
*;i/A/**/-;i, (3/1) Tft&U «EET8«S£S*U f#btl7c£S££ 
7K^fk^- h U ^ATfcjg mX'7)Uti VmzL? □o*;i/A|fimt > £ □ □ jfcjUAB 

^A/ftfiifji' (l.o/i) T£ra-r*«>'Jrty;u*aTh^7 7*-ic«fco 
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»I8U &m<Dit£®£2 4. 9 5g. «7 7% (3 7f7 7") Tflfc. 
'H-NMR (CDC 1j, 4 0 0MHz) : 6 2. 51 (s, 3H),3. 84 (s, 
3H), 5. 14 (s, 2H), 6. 12 (s, 2H), 7. 15-7. 62 (m, 
7H) 

§S!iiffJ7 : 7- (^>>?;U^-» -6-*h*->-l, 4-vhKD-4-^ 
/ U/> 

1- [2-7S/-4- (^>^^+-» -5-* h + v7x-;H - 1 - 
X^/> (24. 95g) ^fh7th*D77> (450ml) KigflfU ^ N 
U"7A^N^->K (2 4. 8 7 g) £UD;L^gT 1 filfiHX 
t^U ( 3 7 . 0 7ml) ^JnA^ST 2 tK (150ml) £jjDx. 1 

M^Lfeo 0'C(CT«i^^j!in^pH4{cL, 7k£1}Q?Lt> unt^VAmiHV, 

^oo*M/^^/-;|/ do/1) TJIIiTSvUTJ^U^ov hi/ 

77j-\z£K)mmL, mmoitsvvzi 7 . i6g, iK^6 6%Tt#fc. 

'H-NMR (DMSO-d,, 4 0 0 MHz): : <5 3. 84 (s, 3H),5. 1 
9 (s,2H), 5. 97 (d, J = 7. 1Hz, 1H), 7. 09 (s, 1H), 
7. 28-7. 51 (m. 6H), 7. 78 (d, J = 7. 3Hz, 1H), 11. 
50-11. 75 (br, 1H) 

gjiiffiJ8:7- (^>>UU?M^) - 4 -^7 □□- 6 H*->=^/ U > 

7- (^>v;i/*-*-» -6-^h+->-i, 4-vt KD-4-^yjy > 

(17. 16g) m->llft'J>(14. 19ml) ^M, Mfcig8ii£ 1 B# 

A/7th> (io/i) TJi^-r^^u^y^^PT h^y7^-iz<kDmm 
u mm(D<t&y)£3. 82g, ik^2 i%twc. 

'H-NMR (CDC U 4 0 0MHz) : <5 4. 0 6 (s, 3 H) ,5. 3 2 (s, 
2H), 7. 3 0 - 7. 5 5 (m. 8H), 8. 56 (d. J=4. 9Hz, 1 H) 
»iiiffJ9 : 4- ([7- {^> : J)V^r^z/) - 6 ^ 
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'» -2, S-zSXTJ\s7-V> 

z?**)V7>)Vtt*/V (2 5ml) HJ 2 A (6 0w%, 1. 17 

g) £JflA, 6 0tT3 0^»MIjai:^c. ^(C4-75/-2, 5-;/* 
^;U7x/-;U (4. OOg) fcftAMTl 0 7- K>v;kt* 
'» -4-*nn-6-* U> (4. 36g) SriD^L^o 2 2ftffltt 

SUP A ^ □ nfcjPAififcBLfcg,' * □ P3js;UAJi*fiaifn^B67K* 

*JH<D{t£#l£3. 0 4 g, JR$5 2%Tf#7c. 

'H-NMR (CDC 1,, 4 0 0MHz) : 5 2. 05 (s, 3H), 2. 16 
(s. 3H), 3. 58 (s, 2H), 4. 06 (s, 3H), 5. 32 (s, 2H), 
6. 28 (d, J = 5. 1Hz, 1H), 6. 61 (s. 1H), 6. 81 (s, 
1H). 7. 2 8- 7. 4 2 (m, 3H), 7. 44 (s, 1H), 7. 49-7. 
54 (m, 2H), 7. 63 (s, 1H), 8. 39 (d. J = 5. 1Hz, 1 H) 
nmftffim (ES I -MS, m/z) : 4 0 1 (M*+ 1) 

gWO o ■• n- (4- {[7- (^>x;i/^-^-» -6-^ h^->-4-^y u 

>>H t±kl -2, 5-y/fJ|.7i^) - N ' - (2, 4-/7^Q7i 

4- {[7- )V***/) -6-* N*->-4-*/ U;i/| *+S/} -2, 

5 -v^^;i/7^'J > (3 0 0mg) £;7dd*;UA (5ml) lca5#L;fc&, 

2. 4-/7W07iZJKVy7t-h (2 0 0 // 1) £jfJDA. 7 0"CfIT 

1 WLAc. ^□□^A/J-te h> (7 5/2 5) TJgH-f3>' 

'J*WD7h^57-f-l:iD»8L > Il©ft^3 6 8rag. IR^8 
8%T#£ 0 

'H-NMR (CDC 1 3 , 4 0 0MHz) : 5 2. 17 (s, 3H), 2. 2 6 (s, 
3H). 4. 06 (s, 3H), 5. 33 (s, 2H), 6. 29 (d,J = 5. 
1Hz, 1H). 6. 42 (s, 1H), 6. 7 6 - 6. 9 3 (m. 3H), 6. 7 
0 (s, 3H), 7. 3 0 - 7. 5 4 (m. 7H), 7. 60 (s, 1H), 8.. 0 
4-8. 12 (m, 1H), 8. 44 (d,J = 5. 4Hz, 1 H) 
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mmmi 1 : n- (4- in - (* L >2£*±kl -6-/ 

)l] ±±21 ~2, 5-y^^7i-Jl^) - N ' - (2-^h^->7i-Jl/) 

4- {[7- (^>>?;M-*v) -6-^ h^-4-^/UJH -2, 
5-v^^^7^U> (3 0 0mg) ^ddt^A (5ml) \zmmhtz&. 
2-^^y7i-JKyy7t-h (0. 24ml) £iD*. 70'CI;T1I| 
Jft#L£ 0 KJfctfcZ. 2nn7ls)l,&/7-th> (7 5/2 5) TJgF^T 5~>U # 



'H-NMR (CDC 1 3 , 4 0 0MHz) : <5 2. 17 (s, 3H), 2. 28 (s, 
3H), 3. 83 (s, 3H), 4. 07 (s, 3H), 5. 33 (s, 2H). 6. 
26 (s, 3H), 6. 29 (d,J = 5. 4Hz, 1H), 6. 86-7. 06 
(m, 4H), 7. 12 (s, 1H), 7. 30-7. 41 (m, 3H), 7. 46 
(s, 1H), 7. 5 0 - 7. 5 6 (m, 3H), 7. 61 (s, 1H), 8. 11 
-8. 16 (m, 1H), 8. 43 (d,J = 5. 4Hz, 1 H) 

iSjjflJi 2 : 4 - {[7- (^>v;i/^-^v) -6-pt h 4 U 

^->} - 2 - ^□□7- 'J > 

vpC^;|/7s;U^^xH (3. 6ml) (CTK^t^hU^A (6 Owl 320 
mg) 6 0tt3 0»iiiSl;lfc, #K4 -75 / - 3 □ □ 

7i/-«)| (7 2 0mg) £jJD*.mr£Tl 0#®#&. 7- (^>iy)l^ 
-4-^PD-6-^ h + x^y »J> (6 0 Omg) SiPAfc. 1 0 5C 

T8» £ S£ L T f# S ft fc 8 3 fc * * y - ;P £ jjp ;L&&& £ Lfto flrtiJLfcttli 
£K3l3SxU MjOft§«|*5 3 3mg, «K¥6 6KTf#&. 
'H-NMR (CDC 1 j, 400 MHz): 54. 05 (s, 3H), 4. 08 (s, 
2H) 5. 32 (s, 2H), 6. 42 (d, J = 5. 1Hz, 1 H), 6. 84 
(d, J = 8. 5Hz, 1H), 6. 93 (dd, J = 2. 4Hz, 8. 1Hz, 
1H), 7. 14 (d, J = 2. 4Hz. 1H), 7. 2 9 - 7. 4 2 (m. 3H), 
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7. 44 (s, 1H), 7. 4 9 - 7. 5 3 (m, 2H), 7. 55 (s, 1H), 

8.4 5 (d. J = 5. 3Hz, 1H) 

(ESI-MS, ra/z): 4 9 7 (M'+l) 
MjjMl 3 : N- (4- {[7- K>gjM^>Q - 6 - * h^v-4-* / »J 
M -2-^Da7i-^) — N ' - (2, 4-y7MD7i-J^) 

4- {[7- (^>v;M-*x) - 6-^F+y-4- + ;UJl/] -2 
-^□□7- l J>(2 6 0mg) £?cm*;PA (10ml) tigLfcg, 2, 
4-y*7MD7x-MVy7t-h (198mg) ^JP^miST 2 mmt&W 
Lfzo KfoW.*$umts)VL./7 J tY> (10/1) TMI^-tS ->'J D 
•?b?yy<{-\Z£r)mmL. *HC7)<b^^3 3 7mg, 9 4 %Tf#£o 

'H-NMR (CDCh, 4 0 0MHz) : 6 4. 0 4 (s, 3H), 5. 3 
2 (s. 2H), 6. 49 (d, J = 5. 1Hz, 1H), 6. 8 6 - 6. 9 6 (m, 
3H). 7. 10-7. 17 (m, 2H), 7. 2 2- 7. 2 8 (m, 1H), 7. 
28-7. 41 (m, 3H), 7. 4 5 - 7. 5 3 (m, 4H), 7. 96-8. 
04 (m, 1H), 8. 27 (d, J = 9. 0Hz, 1H), 8. 49 (d, J = 
5. 4Hz, 1H) 

KSfrflffI (ES I -MS, m/z) : 5 6 2, 5 6 4 (M'+l) 
gtjgffi) 14 :N-{2-7DD-4-[(7-bHa4 : y-6-/h^y-4-4- 
JVM :+*->] 7i-jH -N' - (2, 4-y7MD7i^) 
N- (4- {[7- K>vMl^*>0 -6-/ h + y-4- + /U^] 
- 2 -^□□7x~;i/) - N ' - (2, 4-i>7)V*U7z.-)l) OUT (2 1 
5mg) £. v;<^U*;UA75 H (11ml) l:i§^L, /^WAmm (2 
15mg) £*Q;i v 7K^#fflmT^i&-eiM^U7c. SJSfifcKI^X^U (3 
Om 1) £}jn;L. iz^K hML/Co ?§*££MlETfg£U ^S<2fc"&#>£ 1 7 . 
4mg, W9 6 %Tf#/c. 

'H-NMR (DMSO-d,, 4 0 0MHz) : 5 3. 9 4 (s, 3H), 6. 
47 (d, J = 5. 1Hz, 1H), 7. 01-7. 11 (m, 1H), 7. 18 
-7. 36 (m, 3H), 7. 4 4 - 7. 5 2 (m, 2H), 7. 95 (s. 1 H), 
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7. 98-8. 13 (m, 1H). 8. 23 (d, J = 9. 5Hz, 1H), 6. 
50 (d, J = 5. 1Hz, 1H), 8. 81. (s. 1H), 9. 31 (s, 1 H) 
M^ffl (ESI-MS, m/z): 4 7 2 (M'+l) 

15:4- (f7- {^>2M^Lkl -6-7 h*->-4-*7'JJI/l*- 
-2, 3-^75MU7-'J> 
■^^fJ^myF (6ml) »3**^hU^A (6 0wt%, 0. 3 2 
g) ZliUX. ^.WCZ OftmmWVfzWi, 4-75/-2. 3-y7^7xy 

-;K 1 . 1 0 g) ^un^^ffiT 1 o*HWi»#L;t. 7 - (^>v;m-**>) 

-4-^OD-6-/h + y^y'J> (1. 2 0g) SJPAl 1 0*CT6l^ra« 

h 'J VA&mfo&tiQA.. 9 n OTM/ATjfiffiU 

ftfcg|2£. ^PP*;UA/7iz h> (6/1) TJSPBrs^'J^y^P^h 

'H-NMR (DMSO-d,, 4 0 0MHz) 6 1. 87 (s, 3H), 1. 96 
(s, 3H), 3. 97 (s, 3H), 4. 78 (s, 2H), 5. 23 (s, 2H), 
6. 12 (d. J = 5. 3Hz, 1H), 6. 54 (d. J = 8. 4Hz, 1H). 
6. 69 (d, J = 8. 4Hz, 1H), 7. 27-7. 51 (m. 7H), 8. 
3 1 (d, J = 5. 3Hz,.lH) 

M&mi 6 : N— (4- (f7- (^>2ikj^±) -6-7 ^->- 4 -^y 
UjHj^id -2, 3-y/f;i/7i-J|/) — N ' - (2, 4-/7MD7 
x~;i/) -71/7 

4- {[7- (^>x;M-*~» -6-7 h+x-4-+;y;^y) -2, 

3-^^^;U7=U >(2 6 Omg) £N, N-y/fJ^A75 K (5m 1 ) 
CgflPLZiffc* 2, 4-^7^tD7x=Ky->77- h (12 1mg) 

7*7-;Uffi#. ifSHxU «Jl£>fc£tl£2 19ragJK$6 1 
'H-NMR (DMSO-d., 4 0 0MHz) (5 1. 99 (s, 3H), 2. 17 
(s, 3H), 3. 90 (s, 3H), 5. 24 (s, 2H), 6. 18 (d, J = 
5. 1Hz. 1H), 6. 9 5 - 6. 9 8 (m, 2H), 7. 2 5 - 7. 6 3 (m, 
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9H). 8. 0 5 - 8. 0 8 (m, 1H), 8. 3 4- 8. 3 6 (m. 2H), 8. 
7 9 (s, 1 H) 

mmmi ; 7 ~ oi>2M±kj -4- (3-7Mp-4--hD7i; 

£pp^>-fe*> (3ml) \Z7 - K>vUU*-*-» -4-^PO-6-/> 
+ U>(3 0 Orag), 3-7J^D-4-zhD7x/-JK7 8 5mg) 
£«#U 1 3 0'CT5l$|BJ«#Ufc. R*ttlC^Pn*;UA, tK^YL^ h 'J ^ 

A^^vsixf^ (i/i) -vmm?znmi'Vi3y)wn-?bify74~- 

KJ:0f*8U »«©fl:£4fcfcl 9 7mg, W4 7%Tifc. 
'H-NMR (DMSO-d,, 4 0 0MHz) 63. 83 (s, 3H). 5. 25 
(s, 2H), 6. 91 (d. J = 5. 1Hz. 1H), 7. 2 9 - 7. 5 0 (m, 
9H), 8. 18-8. 23 (m, 1H), 8. 56 (d, J = 5. 1Hz, 1 H) 
m&Ml 8:4- (4-7S/-3-7MD7xZ^y) -6-* h*->-7 

7- K>^;U^-+-» -4- (3-7MD-4--hD7i/ + y) -6 
h + ^+y 1 J > (19 Omg) £N, N->7fMM7 5 h* (5ml )> 
h'JX^75> (1ml) £Jg#U 7j(Sft/^yOA (4 Omg) SrJP^L. 

u*)\,h/ (2 0/D TJRiwTafcs^uay^nTh^?^ 

-£J;0f»8!U gl0^i^7 5mg > iR*5 6*T»fc. 
'H-NMR (DMSO-d,, 4 0 0MHz) 6 3. 8 7 (s, 3H), 5. 11 
(s, 2H), 6. 29 (d, J = 5. 1Hz, 1H), 6. 7 7 - 6. 8 0 (m, 
2H), 6. 9 3 - 6. 9 9 (m, 1H), 7. 19 (s, 1H), 7. 40 (s, 
1H), 8. 31 (d, J = 5. 1Hz, 1H). 10. 03 (s, 1 H) 
ggjjfll 1 9 : N - (2, 4-y7Ma7 , iZJM - N ' - {2-7;i/*P-4 
- [(7 -fc h'D^y - 6- / h*^-4-*7 UJl/) 7x~;P} 
4- (4-7$;-3-7MD7i; + y) -6-/ h*->- 7-*/'J J 
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-)V (7 Omg) £^no*;i/A (1. 5ml), N, N- i?*^)V*)Vk7 5 K 
(lml) iZ®MLtz'&> 2, 4-y7MD7HMVy7t-h (4 3m 
g) ZtiUZ-T^UT* 3mffiKfoLfzo KfcWzt? y-)\,*toPi> Ml£T®m* 
§£LTf#£>tl£J3l££, fnn*)l A/ (2 0/1) rmmTzm 

'H-NMR (DMSO-d,, 4 0 0MHz) 63. 94 (s, 3H), 6. 47 
(d, J = 5. 1Hz, 1H), 7. 04-7. 10 (m, 2H), 7. 28-7. 
34 (m, 2H), 7. 47 (s, 1H), 8. 05-8. 15 (m, 2H), 8. 
30 (s, 1H), 8. 43 (d, J = 5. 1Hz, 1H), 8. 97-9. 03 
(m, 2H), 10. 10 (s, 1H) 
§i?iiffi]2 0 : 4-^7DD-6-><h4 1 '>-7-4-yU S-)V 

7- (^>->*;i/^+5» -4-*DD-6-* h + y+/U> (1 0 Omg), 
?-*7-V-)V (3O0iil), *$>7,)V*ym (2 5 u 1) £HJ7Jl/:tD;* 
?>Z)\s*>m. (lml) fCjgfl?L3 0#p B 1^S-m#L£. i$J£Tjg$£@£ 

'H-NMR (DMSO-d e, 4 0 0MHz) : 6 3. 9 8 (s,- 3H), 7. 3 
3 (s, 1H), 7. 36 (s, 1H), 7. 47 (d, J=4. 9Hz, 1H), 
8. 54 (d, J=4. 9Hz. 1 H). 10. 37 (br, 1 H) 
M^J2 1 ;4-^DD-6-^h^->-7 - ^7 U 

> 

4-^OD-6-^ h^^_ 7 _ + y (5 Omg), esS^'J^A (4 

Omg), 3^^bx-h7-n-^;U7> ; E-^A Omg), 
^JI/X-t^U (4 Omg) £N, N-y7fMM7$ h* (10ml) IZ® 

ml 7 ox:vi m.mwLtz. ffifETmmzgzL, %^ntz&2\zmmm7m 



(6/2/1) TJlllf 3->'J#^>>70-? h^77^-{Ict0ffi 
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'H-NMR (CDC 1j, 4 0 0MHz) : 53. 4 9 (s, 3H), 3. 8 8- 
3. 90 (m, 2H), 4. 04 (s, 3H), 4. 3 2 -4. 3 5 (m, 2H), 
7. 35 (d, J = 4. 9Hz, 1H). 7. 40 (s, 1H), 7. 43 (s, 
1H), 8.5 7 (d, J=4. 9Hz, 1 H) 

SSWjgJ : 2-?PP-4-{[(6-* K*->-7- (2-* h^vl^y) 
-4-»y'JMtt'>} 7-'J> 

v*3^7^**->K (2ml) iCrtJJHfc^MJ^A (6 Owl 1 5 3mg) 
Sim A, 6 0tt3 0»iiS(:U 4-7Sy*-3-^PP7xy , -;Uj& 
Kifi (3 4 3mg) ^Jn^MTl 0M#lt *t:y^fi^J^yH (2 
ml) KJS#L;fc4-*PP-6-.* h*->- 7 - (2-/ h + ylh + y) + 
/U> (254mg) £fin;il 10CT-M#L£ o K^ICzK'ftiDA^ no 

*;UA/7-feh> (7/3) TIBIt5yiJ*yHn7h^77>f-l:«J;0» 

'H-NMR (CDC 1 3 , 4 0 0MHz): 5 3. 4 9 (s, 3H), 3. 8 9 
-3. 91 (m, 2H). 4. 02 (s, 3H). 4. 09 (s. 2H), 4. 33 
-4. 35 (m, 2H). 6. 43 (d, J = 5. 4Hz, 1H), 6. 85 (d. 
J = 8. 5Hz, 1H), 6. 9 3 - 6. 9 6 (m, 1H), 7. 15 (d, J = 
2. 7Hz, 1H), 7. 41 (s. 1H), 7. 52 (s, 1H), 8. 47 (d. 
J = 5. 1Hz, 1H) 

§gjgff]2 3 : 2-^7PP-4 - T(6. 7-y^C h^->- 4 V'J ~;|/) :t=E 

->] 7- 'J > 

y^f^myh* (4 0ml) \Z?miti~ b 'J O A (60w%, 5. 8 0 
g) SrinA. 6 0CT3 0»jft«i«MfCLfc. « 4 - 75 y - 3 - 0 P □ 7 
(13. 0 5g) £in*.£fflT 1 0 # 11^1, J. Am. Che 
m. S oc. 6_8_, 1299 (1946), J. Am. Ch em. S o c . , 6. 

8.. 1305 (i 9 4 6) u£\zmm2n%£otemm^miz£r>T£f&Ltz>7 

PD + t'/U^^t©^, 4-^PP-6, 7-y^ h + v+^- 4 /U> (8. 
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i4g) zmz-fc, 1 1 oct3 oftmwLtz'&> Rfomz**m7L>7 units)], 
)v*-mxmm®.ti>tz. mLtzm&zmizmL. &m<Dit^^9. 1 3g, 

»7 6%r'&tz, 

'H-NMR (CDC 1 3, 4 0 0MHz) : 5 4. 0 5 - 4. 0 8 (ra, 8H), 

6. 85 (d, J = 8. 5Hz, 1H), 7. 00 (dd, J = 2. 7Hz, 8. 
8Hz, 1H), 7. 21 (d, J = 2. 7Hz, 1H), 7. 32 (s, 1H), 

7. 5 2 (s , 1H), 8. 6 4 (s, 1 H) 
RSMtt (ESI-MS, m/z): 3 3 2 (M'+l) 

gtjgfl)2 4 : N-^>->^l/-N- (2. 4-y7MD7x-Jl^) 7$> 

2, 4-y7M07^J> (2. 3 7ml), ^>X7^fbH (2. 3 6m 
1) ZmMLtz** (4 6ml) \zmBL-?#*i/Vl± (5. 5 9g) t'P 

sowk&jda, ifl?4 5#raft#L&. ^ttksiw^si^ h 'j (2. 

6 4g) Sim*, £STlP#ffl&#L£. «JETJg«£g*U 7.K, »«X^;|/ 

(30/1) T»«n>/'J D7 h ^77^ - l: J: 0»BL, mmmt 

^**3. 0 4 g. 1K^6 0 %T?%tz. 

'H-NMR (CDC 1,, 4 0 0MHz) : 0 4. 3 4 (s, 2H). 6. 56 
-6. 8 2 (m, 3H), 7. 2 5 - 7. 3 8 (m. 5 H) 
SiSgj2 5:^^ 4- Ll>2jM^>0 - 5 - ^ K4 1 2 - - h D^> 
Vx-h 

»^f^A*-U-h(5 0g), mmXiJOA (7 6g) £N, N-v*^ 
;|/*;PA75 K (2 0 0ml) lz®ML, &fc'<>*J)V (33ml) £1 Oftfr 
tt"OfSTU g&iRT-ljfeJft#Lfc. ?k£2 0 Om 1 jQx.. »lftx^;UT?tta». 

^^iz^m^zm^a-km^mxmmji^^x^tiiLfzo titiicMt h u * 
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0ml£«fctf«8K2 0 0ml Sim*. 8Bra*#«fc*&l0*fc. f§fcttfcH# 
$93%. 

'H-NMR (CDCls, 4 0 0MHz): 3. 9 0 (s, 3H). 3. 9 8 (s. 3 
H). 5. 21 (s, 2H), 7. 08 (s, 1H), 7. 31-7. 45 (m. 5 
H). 7.. 5 1 (s, 1H) 

SSWJ2 6 : 7- K>v;i^'» - 6 - * h*->- 3 , 4-ykFa-4- 
tlgTT/fJl/ 4-- (^>v;i/**~» -5-*h*->-2-rhD^>>/ 

x-h (i 5. o g) &mm (200ml) \zmm&> « <*&*) (13. 2 g > 
taut. f#e>nfcB#£5&u »»x^;k x— r;n?ft&u x^^>y-r 

fiJU *T«fe#Lfc&, HJ2AT!«»U 
»«ffiTT»flt£»5SU »Snfc»3lE*X$jJ5>^T?ftjftL, 7^ 2-7 
5 7-4- (1>is)Utt'» - 5-p< K + ->^>7X- h©ffifittj#i£9. 5 
g»fc. 'R¥7 0%. 

m*>tl1Z*3-)V 2-757-4- — 5-/h + *>^>'/ 

X-h (6 5 Omg) £N, N-y/fJ^A75 K (1 5ml), 7^y-;P 
(3m 1 ) KSAPU *M75 h* (0. 4 6ml), thU^A^ h*->h* (3 
7 3mg) £fln*. 1 0 Og£T-#iBU -Hfeffi#Lfc. 1 
Omiin^-feo lM^^JcTS^^+foTSiH^tffaiLfe. @#^53xL, 

7fc, X-x;H?tt^K^#>^TSjSL, iM^^5 6 6mg||t. iR 
$87%. 

'H-NMR (DMSO-d», 4 0 0MHz) : 3 . 88 (s, 3H), 5. 2 5 (s. 
2H), 7. 23 (s, 1H), 7. 3 3 - 7. 4 9 (m, 6H), 7. 97 (s, 
1H). 12. 0 6 (br, 1 H) 
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gWJ2 7: 7- (£v>2ik£±>0 -4-^PD-6-^ N^->^±V'J> 
>(4 0 0mg), xi-y^Dhf;i/X^;U75> (0. 3m 1 ) \Z**i/mtV > 

(5i5mi) 2Qftmm$iLtz. %mz$imm, io%*mti-hi) 
v&7k®mztiuz. >? u nt^Armta Lit. mmm^mwa- v u 

H<2te£tl£4 2 0mgf#£. W9 9%. 

'H-NMR (CDCls, 4 0 0MHz) : 4. 0 8 (s, 3H), 5. 3 4 (s, 2 
H), 7. 3 5-7. 5 1 (m, 7H), 8. 8 6 (s, 1 H) 

g?jgffJ2 8 : 5- (^>22k£±2> -4-^ h^- 2 -_ ha^> 

l/x-K 

MCD*^ 3-kHD + y-4-/h^y^>yi-h(l0g), 
U^A (2 3g) £N, N-y7fWJl^A7$ H (50ml) (wjg#U &<fc 
^>>>^ (6. 5ml) £10#7WOiTFU ^iST-M^Lfc 7K£2 0 

omi jp*.. &w&L^)),T*mih'&. ^h\z^mmzm^i^7K^i}u^mmji^)u 
4gf#£. tt^x. t#bnfcn^7. o g^7^>;ii(cAn, wi?*iiio 

Om 1 fc«fc£ttliS&2 0 0m 1 £Jo*, 8#MiB#gHC*£inilfc. ft&nfc@# 
JR¥9 6 %. 

'H-NMR (CDCU, 4 0 OMHz) : 3. 89 (s, 3H), 3. 96 (s, 3 
H), 5. 21 (s, 2H). 7. 15 (s, 1H), 7. 3 4- 7. 4 5 (m, 6 
H) 

SS!iifll2 9:6 - (^>yj^^y) - 7 h*->- 3 , 4 -^ b K D - 4 - 

iiSTT>?;i/ 5- (^>->*;U**-» -4-^h + y-2-ZhD^>7 
X-h (1 5. 8g) £1*® (2 0 Oml) ft (1 3. 9 g) 
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57-5- K>y'M+y) -4-^ h^>^>Vx- h®ffi|ftS!!«|& 1 0. 

n^mtt^fr 2-75 7-5- K>vJl^*v) -4-/h + y^>>7 
X- h (5. 0 g) £N. N-y7fW;i/A7S h* (15 0ml), 
(3 0ml ) Kjg#U *M7$ H (3. 5ml), th'J^A^ h*->K (2. 
8g) SrflDA, 1 0 omZT'g-UL, -®M.WLtz a ifi^t^*$l 0m 

'H-NMR (DMSO-d., 400MHz):3. 92 (s, 3H), 5. 21 (s, 

2H), 7. 16 (s, 1H), 7. 3 3 - 7. 4 9 (m, 5H), 7. 55 (s, 

1H), 7. 99 (s, 1H), 12. 06 (b r, 1 H) 
MM&ULQ ; 6 ~ ^y~s)\s** ; s) -4-^aD-7-^h^y^t'/'J> 

6- (^>v*;i/^-+-» -7-*h*->-3, 4-y*th*D-4-+tyuy 
>(3. 5g). y-fy7De)H5 1 ;P75> (11. 5ml) fc**$/tt<ty > 

(3. 1ml) Sin*.. 2 0#HiI8iiLfc. 1 0 %7k$Hki~ b 'J 

M<D<k'&%}&2. 9 gftfc. iR$7 2 56. 

'H-NMR (CDCb, 4 0 0MHz) : 4. 07 (s, 3H), 5. 32 (s, 2 
H). 7. 3 5 - 7. 5 3 (m, 7H). 8. 86 (s, 1 H) 

1 : 4 - ([7 - (1>iS)],ttis) - 6 h^->-4 -^yjxJU] 

- 2-^DD7-'J> 
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7- (^>v;M-*-» -4-2PD-6-* h + v+^-yj > (3 0. 0 g) 
tTby-y^Jlsjy^-V&tniJ H (13. 9g) £7"feb> (4 0 0ml) 
iC^LSSTiS^Lfc. 2 0 %7KM± h U ^A7tog& (6 4ml) 

i:^Lfc4-7$/-3-^DD7i;-;mi!i (36. og) zmtiabtz 
tzzmm(D<t£m<3 6. 6g#bn£. 115^90%. 

'H-NMR (DMSO-d 6 , 4 0 0MHz): 53. 96 (s, 3H), 5. 
34 (s, 2H), 6. 86 (d, J = 8. 8Hz. 1H), 7. 00 (dd, J 
= 2. 7Hz, 8. 8Hz, 1H). 7. 22 (d, J = 2. 7Hz, 1H), 7. 
3 5 - 7. 5 4 (m, 7H), 8.5 3 (s, 1 H) 
§3i£0jJ3 2 : N- (4- {[7- (^>->Ml/^-» - 6 - * K^^- 4 
U_^ikJ ~ 2 □D7x_;[/) — N ' -ynbVl/fri/y 

4- {[7- (^s^m-*^) -6 h*x-4-*:*-i/u-J|/] 
-2-^DD7~'J> (12. 2 g) zm7k?nn*)l,AizmBLfzm> hUx 
3MP7 5> (8. 4ml) ZmtiULm&T'mftLfZo >kizM7^^ a nsfc^A (1 
2ml) ChU^y> (4. 5g) ^jg^Lrg^^tcriSTLfe. ^jgT2 0 
#Jf#Lfc^ n-yne;U7=> (4. 9ml) £*D;L£o ^T£bfClR# 

^Htf)ft£$i^9. 4 gf#btt£. JR$S6 3 %. 

'H-NMR (DM SO- do, 400 MHz): 50. 91 (t, J = 7. 3H 
z, 3H), 1. 44- 1. 5 0 (m, 2H), 3. 0 6- 3. 0 9 (m, '2H), 
3. 98 (s, 3H), 5. 35 (s, 2H), 6. 97-7. 01 (m, 1H), 
7. 23 (dd, J = 2. 7Hz, 9. 0Hz, 1 H), 7. 3 7 - 7. 5 7 (m, 
9H). 8. 20 (d, J = 9. 3Hz, 1H), 8. 55 (s. 1 H) 
gjiiffiJ3 3 : N-{2-^DO-4-[(7-bKD4 1 ->-6-^h^'>-4-^ 
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N- (4- {[7- (^>v;M-*v) h*->-4-*:J-yu-;i/) * 

-2-^7PD7iIJW — N' -7°u¥)lO\/7 (4 2. 2 g) £ HJ 7 
;^P»K (2 0 0ml) \Z®mL1t'&, *$>X)V*>m (11. lml) £ 
^JDLI 0 0 < CT4B#W^tfco M*THL h U 7;P*n»||*«EE«4L 
Jt. ao^ftC^on^A, **/*-;i/£j&n;i, l 0*7KKfltf-h D£A 

<7Mfc£tl 2 0. 7 g tf% Ztltz, « 6 0 % . 

'H-NMR (DMSO-de, 400 MHz): 50. 91 (t, J = 7. 3H 
z, 3H). 1. 4 2 - 1. 4 9 (m, 2H), 3. 06-3. 17 (m, 2H), 
3. 84 (s. 3H). 6. 65 (s, 1H), 7. 03 (m, 1H), 7. 14 (d 
d, J = 2. 7Hz, 9. 0Hz, 1H), 7. 20 (s, 1H), 7. 35 (d, 
J = 2. 7Hz, 1H), 8. 05 (s, 1H), 8. 14 (dd, J = 2. 7H 
z, 8. 8Hz. 1H). 8. 19 ( s ,. 1 H) 
mmm34:6, h*->-4-*^/a> 

2-757-3, 4-y^tyMil^iK2 0. 0g, 94. 8mm 
o 1 ) IC*;i/A75 K (150ml) fcillAT. 8. 1 6 OVlZtimLfz, 

fcfcifa&tfim'&s 5iflU Ilbtlfcit?^* (lOOmlx20) X-tfcftLtco 
ft£LjfcitK£*ffiTfcKLTB«ttfcl 7. 85g. «*9 1. 5%T?^fe. 
'H-NMR (DMSO-do, 4 0 0MHz) : 5 4. 01 (s, 3H), 4. 0 
2 (s, 3H), 7. 14 (s, 1H), 7. 34(s , 1H), 7. 61 (s, 
1H), 7. 9 7 (s, 1H) 

iiliPI3 5:4-^nD-6, 7-y/ht^WJ> 

6, 7-y/h + y-4-Wo> (50. 1 g, 0. 2 4mol) m 
(2 5 0m 1 ) £«fctf**->ttfbU> (2 5 0m 1 =4 1 2. 5g, 2. 
6 9 mo 1) £flDa.Tl 2 OtT' 1 H*M»#Ufc. iETii 

<o**i/mt i ) >&g£u satstojc u ooomi) k&^od^ua'u 

0 0 Om 1 ) £JjD*.fc. 2 O*#Kffc:7-MJ£AT*Ji0>pH£6. 5lClEgU 
*T«Ji<!:*Jl«:afKLfc. #iKLfcW«Jl£* (1 0 0 Om 1 x 60) T*ft#L 
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T, M*hU*AT«jiLfc&, «E««Lfc. »fh7th'D77> (4 
7 0ml) £UD*58aEU -St— lOt^t^L, *ftj& • £$LTgl$#i 
^38. 5g, »7 1. 4%V&fzo 

'H-NMR (DMSO-de, 4 0 0MHz) : <5 4. 09 (s, 3H), 4. 0 
9 (s. 3H). 7. 14 (s, 1H), 7. 34 (s , 1H), 7. 61 (s, 
1H), 7. 9 7 (s, 1H) 

lill36:4-^D-6, 7 - ypt y^f/'J > 

6, 7-y7^y-4-WD> (10. Og, 48. 5mmol) Kb 
;UX> (10 0ml) fccfctW^igffc'J > (7. 4g, 48. 6mmol) 5 
UPATl 2 0"CT6. 5B#F B m^Lfe„ ML, M^X> (1 

00ml, 5 0ml) TiftfrLT, ffijjgL. 11. 5g, iR^9 1 %T 

MmM3 7:4- (4' -7$y- 3 ' -g □□) -7x/^->-6, 7-5?* 

4-7Sy-3-^DD7i7-;HSSi| (14. 6g, 8 lmmo 1) (CtK 
Btft^MJtfA (8. 5g. 0. 2 lmo 1) £«fctf7jc (9 0ml ) 

4-*nn-6. 7-x* h*->*^V/U > (12g, 53mmol) 43 
«fc^^X^;Udrh> (2 2 5ml) £jQ;iT. 2P#l«Bl«Lfc. 
5 0tUm 9 □ D/Jxjl/A (5 0 0ml) *J«fc^* (5 0 0ml) £JjnAT 

A (2 5 0ml) £*n;i. lOWj^Lfcl, »«Lfc. »£ftfc*T8IJl£» 

ee»«u mmzmtz. mt\z*9j-)\, (somi) £an>t3 o#f«3J£#l£ 

ttil • ft*lT§fl9ttSl 5. 6g, »8 5 
'H-NMR (DMSO-cU, 4 0 0 MH z ) : 6 3. 95 (s . 3H), 3. 9 
7 (s. 3H), 5. 33 (s, 2H). 6. 85 (d, J = 8. 8Hz, 1H), 
6. 98 (dd, J = 2. 8Hz, J = 8. 8Hz, 1H), 7. 20 (d, J 
= 2. 8Hz, 1H). 7. 3 6 (s, 1H), 7. 51 (s, 1H). 8. 5 3 (s, 
1H) 

m&M3S : 4- (4" -7$ V - 3 ' -gap) -7x7^->-6. 
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4-75/-3-i'on7x/-«l£ (1. 3g, 7. 2ramol) C2 
0 XKMitj- h U -7 A7mm (3. 5ml) (2ml) £i£l A 

4_/7 P p_ 6> 7-^|,^/'J>(0. 8g, 3. 6mmol), 
P*Jl/A (6m 1 ) *«katxh7^;i/7> : E-^A^o5 K (0. 58g, 1. 
8mmol) ^iPAT. 2*|HHI«ELfc. 7PP*;UA (10 

ml) fe«t^7K (10ml) £JD*T1 0#IBJJ»#l,fc&, <hzKJf£#j£ 
Lfc, ^SKLfe7KSSHt^no*;i/A (10ml) £iJQ;L, 10«J$Lfc 

ttmLtzo nznfzfimmzffi&mmL. mm&mrzo mk\z*$ (2 

ml) *JP*3 0»m««iLfcft v «il-ttj*LTB«l«*l. 0g. ' JR$8 3 
gjSffjli : N— (2, 4-5?7;M-D^>yJlQ - N ' - (4- C(6, 

4- [(6, h*'>-4-*>"j;W **S/] - 2 -7^^D7~ U > 

(1 0 Omg) £h;i/X> (5. 0ml), b'Jx?MI/7=> (1. 0ml) \Zto 
&MMLtt&* Wuu*$y (i. oml) \zi£MLfz b U *xy> (10 3 
mg) §MT3»rWlILfc. &£2, 4-y7Mn^>yJH5> (5 
4mg) SrJDAT, $ <b\Z 5 B^m^icS L£:„ EfSifcKH&fDlftK*** h 'J £ 
A7kiSi££2in*.» ^□□*;UATttdiL, ^PP^UAJifcMrtJjSg^HJtfA 
T'&i&Lrz. ffi&T®m*%£LT'&t>tltzmZ$:> ^DO^A/7th>(2 

1 2 3mg. iK$8 0%Tf#£. 

'H-NMR (CDCh, 400 MHz): 54. 02 (s, 3H), 4. 03 
(s, 3H), 4. 47 (d, J = 5. 9Hz, 2H). 5. 7 8- 5. 9 0 (m, 
1H), 6. 46 (d, J = 5. 4Hz. 1 H), 6. 7 4 - 6. 9 9 (m. 4H), 
7. 03-7. 14 (m, 1H), 7. 3 5- 7. 4 4 (m. 2H), 7. 50 (s, 
1H). 8. 16 (t, J = 9. 0Hz, 1H), 8. 47 (d, J = 5. 1Hz, 
1H) 

nmftVtm (FD-MS, m/z):48 3 (MO 
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£MM2 : N- {4- [(6, h*'>-4-*/ ~ 2-7 

^□7xzjw - N ' - (2 -7;t/^-ax5 L ;u) flu 7 

4- [(6, 7-5?* N + v-4- + yj;u) -2-7;^n7~U> 
(1 0 Omg) $ HUx> (10ml), h«JX^;U75> (0. 5ml ) \ztiam 
'MMLtzfe, ->*7PO^^> (1. Oml) \zmMLfz h 'J*xy> (4 7mg) 
£anAT5#ro;MaffiLifc. WS!2-7MdxW$> (4 2mg) 

£*p;it, $st8i^iaMip«ia«Lfc. &j&mzmft8mxmi-b 

»ffiT£Ji£SSLT?#Sn&£;*£. ?PO*;kk/7ir h> (2/1) TJI 
^■r^v , J*y;i/7DTh^^7^-H=tO*IS{L. &5®fc£4fe&9 3mg, 
W7 2%T*#7c. 

'H-NMR (DMSO-d,, 4 0 0MHz) : (5 3. 4 0 (m. 1H), 3. 4 
7 (m.lH), 3. 93 (s, 3H). 3. 95 (s, 3H), 4. 42 (t, J 
= 4. 9Hz. 1H), 4. 54 (t, J=4. 9Hz, 1H). 6. 51 (d, 
J = 5. 4Hz, 1H), 6. 88 (m, 1H), 7. 05 (m, 1H), 7. 28 
(dd, J = 2. 7Hz, J = ll. 7Hz, 1H), 7. 40 (s, 1H), 7. 
4 9 (s, 1H), 8. 2 1 (m. 1H), 8. 4 7 (b r, 1H), 8. 4 8 (d, 
J = 5. 4Hz, 1H) 

SiMt (ESI-MS, ra/z):404 (M'+l) 

mmM3:N- (4- [(6, h=fr->-4-*/'J;U) -2- 

7J^D7i-JH - N ' - (2 -bf'J^M^U) 7U7 

4- [(6, 7-v* h + x-4-^y UJW ^-+2/] -2-7Mo7ZU> 
(1 OOmg) £MUX> (5ml), HJX3^|/7=> (1ml) C**Lfc«, 
y^OP^^>MLfchiJ^y> (10 4mg) £JDATU 77777,^ 

tf'J->*> (40/tl) lnJfeaat£2l$ML£. g^CffifD^ffi**^- 

K'JtfA*** (1ml). 7PO*M (2ml ) ^iP*^ V7±K&#U 
?OD*;UAT»tiJL7c. «ETi$«£S£LTfte>ttfcS$£\ ^ODtfUPA 
* / -;K 8 / 1 ) T'fgffiT Z> > 'J DT h i7*7 7 w -lc«k OUS^ u 



WO 00/43366 



PCT/JP00/00255 



- 50 - 

'H-NMR (CDC 1 j, 4 0 0 MH z ) : 6 4. 07 (s, 3H),4. 09 (s, 
3H), 4. 61 (d,J = 5. 4Hz, 2H), 6. 4 0- 6. 5 0 (br, 1 
H), 6. 61 (d, J = 5. 9Hz, 1H), 6. 92-7. 01 (m, 2H), 
7. 21-7. 25 (m, 1H), 7. 36 (d, J = 7. 8Hz, 1H), 7. 
5 6 (s, 1H), 7. 6 8 - 7. 7 8 (m, 2H), 7. 7 5. (s, 1H), 8. 
2 7 - 8. 3 4 (m, 1H), 8. 49 (d. J = 6. 1Hz, 1H), 8. 55 
(d, J = 4. 1Hz, 1H) 
nmttffim (FD-MS, m/z):44 8 (M*) 
mMm4 : N-7*))l-N' - (4- [(6, 7y^h^y-4-^yj;i/) 

4 - [(6. 7-v^ h^^-4-^y'JJU) -2-7;U^D7^'J > 

(100mg)5hJH>(5ml), h'Jl^7 5> (1ml) \Z®MLfz'&. 

9t7nn*?>izmmLtzb , j*z?> (io4mg) Mf&mm$:5ft 

®LfZo &\Z7V)17S.> (2 2mg) £*JDX.T. £ 6tcaoj&M»it£4P#^L£. 
S^(CgS?0j^^7K^^ h »J <7 A7Kr£i£ (lral), :7 □ dtJnJI/A (2ml) £iD 

^^vo±\zuwl. ^PD^^ATttaiL/i. ^ETM^g*LTf#e>n 

^no*^A/7-fe h> (2/1) TJl^T5->U*y;U^OT 

'H-NMR (CDC 1 5 , 4 0 0MHz) : (5 3. 9 1 - 3. 9 6 (m, 2H), 

4. 06 (s, 3H) ,4. 09 (s,3H), 5. 14-5. 20 (m, 1H), 

5. 2 6 - 5. 3 3 (m. 1H), 5. 5 8 - 5. 6 6 (br, 1 H), 5. 86 
-5. 98 (m. 1H), 6. 56 (d, J = 5. 9Hz, 1H), 6. 88-7. 
01 (m, 2H), 7. 23 (s, 1H), 7. 55 (s, 1H), 7. 66 (s, 
1H), 8. 2 6 - 8. 3 3 (m, 1H), 8. 47 (d, J = 5. 9Hz. 1 H) 

«M##Hf (FD-MS, m/z) : 3 9 7 (MO 
HMiffJ5 : N- U-f (6, l_z2Ji r**'>~ 4 J U M 2-7 
MD7i-Jb) — N ' --fn\i)lOU7 

4-[ (6, 7 -y* b*->-4-*/ U;i/) ^+->]- 2 -7;U^D7^U > 
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(1 0 Omg) Zh)l2L> (1 0ml), MJX5MU7S> (2ml) iZfeMLtz 

z/2na*?>\z®mistzb (io4mg) ^mpLxs^muam 

Mffibfz, ^{C7°DtT;i/7S> (2 9mg) Zm*.. 4 OftfflmmMffibfzo K 

rfrmzmjmmi- h y ^^r^mLtzMmTrnm^^Lrmnrz^^. 
zuuKhL,/*? y-)v (io/i) t* mmr zmm ^ V * ? frtn-Th? ? 

7^-HJ;0*l!§3L, mmz>ik£®*8 9mg> iR¥7 1%T#7t 0 
'H-NMR (CDC 1,, 4 0 0MHz) : 0. 97 (t, J = 7. 6Hz, 3 
H), 1. 5 5 - 1. 6 4 (m, 2H), 3. 2 4- 3. 2 9 (m, 2H), 4. 0 
5 (s, 3H), 4. 06 (s. 3H), 5. 11 (t. J = 5. 4Hz, 1H), 
6. 51 (d, J = 5. 4Hz. 1H), 6. 7 4 - 6. 7 6 (m, 1H), 6. 
91-6. 99 (m. 2H), 7. 48 (s, 1H), 7. 52 (s. 1H), 8. 
18-8. 23 (m, 1H), 8. 4 9 (d, J = 5 . 6Hz, 1 H) 
(FD-MS, m/z): 3 9 9 (M') 

mmm6 : n- u- [(6, i - b*is-4-*; u ju> -2-7 

Jl/tD7xr;H - N ' - (4-7;i/^-D7'5 1 ^) ^1/7 

4- [(6, 7-v* h + y-4-^/'j;H -2-7MP7-'J> 
(1 OOmg) 2:hiH> (6ml), MJ X^;U7 = > ( 1 . 0 m 1 ) le:]&Df&i§ 
MLtz'tik. i?9uu*9> (i. om 1) Kigfi?Lfc h »J **y> (l 04mg) 

4-7MP^Jl/7$>Mij| (5 5mg) £JD;iT, 3 5 £ 2 PmhlfttXft 

fc3»3£, 70D*W7t h> (2/1) T'mffl-rZ'> l Jt)lrfr?a-?hff 
77>f-£«J:D»S!U mm<D{k<&®%8 Omg. ^5 5 5STfSfc. 
'H-NMR (CDC 1 j, 400 MHz): 61. 66-1. 87 (m, 4H), 

3. 3 3 - 3. 4 0 (m. 2H), 4. 04 (s, 3H), 4. 05 (s, 3H), 

4. 44 (t. J = 5. 6Hz, 1H), 4. 56 (t, J = 5. 7Hz, 1H), 
4. 90 (t, J = 5. 7H, z, 1H). 6. 4 8 - 6. 5 2 (m, 2H), 6. 
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9 3 - 7. 0 2 (m, 2H), 7. 42 (s, 1H), 7. 51 (s, 1H), 8. 
15 (t. J=8. 9Hz. 1H). 8. 50 (d, J = 5. 1Hz. 1 H) 
nmfrtita. (FD-MS. m/z) : 4 3 1 (MO 

: N- (4- [(6, 7-^/ h^>- 4 / U ;|/) -2-7 
-N' - {2--fu\L~M 7U7 
4- [(6, 7-y/h + y-4- + 7UJI/) -2-7M0 7-'J> 

(1 5 Omg) A (10ml), h UlW$> (2ml) 

U ^^□o^^>fc»*Lfch'J*^y> (15 6mg) SrjtaAT 1 OM 
mMffiLfco Wzzfu/WXfrT^y (5 3mg) ZMtlT* £fc£3 0#|BJin 

tlbtifci^^, <7nnftfrA/7-tb> (2/1) TJ8Wr*^U*y;^n 
■7h^77-f-tZctO»«L/, II^tt^l6 4rag > iK^8 7%Tt#fe 0 
'H-NMR (DMSO-d., 4 0 0MHz) 3 2. 4 9-2. 5 1 (m, 1H), 
3. 9 0 - 3. 9 5 (m, 8H), 6. 52 (d, J = 5. 1Hz, 1H), 6. 
8 9 - 6. 9 2 (m. 1H). 7. 0 4- 7. 0 6 (m, 1H), 7. 26-7. 
29 (m, 1H), 7. 39 (s, 1H), 7. 49 (s, 1 H), 8. 16-8. 
2 0 (m, 1H), 8. 4 6 - 8. 4 9 (m. 2 H) 

mmM8 : N- (4 - [(6, 7 h^->- 4 J ;f=t^] -2-7 

MD7X-JH - N ' -X^;P7U7 

4- [(6, 7-v* h + y-4- + /'J^) - 2 -7;U*P7X'J > 

(lOOmg) ^h)H> (8ml), HJ X^7 5 > < 1 . 0 m 1 ) fcjpf^jg 
fl?Lfct£, MUX> (1. Oml) fcJg#Lfch»J**y> (4 7mg) £flD;L 
T5^3bP^M^Lfe. &£t£&X3^7S> (6 Omg) $rJ)DX.T, £bfC5 

TtttBU KKx^ji^iETKfiSBS^h'J^ATfeiftLfc. iETili^SSL 
T»&nfc3»a*. A/7 -feh> (2/1) THUUf* 1/ U # 

□ V h^^f-KcfcOMU mm<D<k£y}$: 7 Omg. i|P£5 3%T'f#fe. 
'H-NMR (CDC 1j, 400 MHz) : (5 1. 2 1 (t. J = 7. 3Hz, 3 
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H), 3. 34 (m,2H), 4. 06 (s, 3H), 4. 08 (s, 3H), 5. 
64 (br, 1H), 6. 55 (d, J = 5. 6Hz, 1H), 6. 89 (dd, 
J = 2. 7Hz, J = ll. 2Hz, 1H), 6. 97 (m. 1H), 7. 26 (b 
r, 1H), 7. 54 (s, 1H), 7. 62 (s, 1H), 8. 28 (t, J = 9. 
0Hz, 1H), 8. 47 (d, J = 5. 6Hz, 1 H) 
M*##r{I (ES I -MS, m/z) : 3 8 6 (M'+ 1) 

mmM9 : N-y^-N' - (4- [(6, h*v-4-*7U^) * 

4- [(6, 7-v*h*v-4-*y«j;U) -2-7;WD7=»J> 
(lOOmg) 4hJH>(8ml), h »J X^75 > ( 1 . Om 1 ) 'CiJQjHMg 
h;UX> (1. Oml) \zmm^tzh<)*7,y> (4 7mg) £2jnA 
T.5»IBW0«*a«£Lfc. *C^;i/75> (8 0mg) £JQAT, SS£5l5ra 

bn&S$^, 7nm*;UA/7-tr h> (2/1) -CJHBTS^'J*y;i/^PT 

'H-NMR (CDC 1 4 0 OMHz) : <5 0. 9 4 (t, J = 7. 3 Hz, 3 
H), 1. 40 (m,2H), 1. 55 (m,2H), 3. 29 (dd, J = 7. 1 
Hz, J = 12. 9Hz, 2H), 4. 06 (s, 3H), 4. 09 (s, 3H), 
5. 72 (br, 1H), 6. 56 (d, J = 5. 9Hz, 1H), 6. 88 (d 
d, J = 2. 7Hz, J = ll. 2Hz, 1H), 6. 97 (d, J = 9. OHz, 
1H), 7. 33 (s, 1H), 7. 55 (s. 1 H), 7. 65 (s. 1H), 8. 
30 (t, J = 9. OHz, 1H), 8. 46 (d, J = 5. 9Hz, 1 H) 
K*#*rffi (ES I -MS, m/z) : 4 1 4 (M'+ 1) 

1 0 : N - (sec- ]7f2k> ~ N ' - (4-r (6, 7 - h * 4 - 
^yj;U) ^xl- 2 -7;i/tD7x-JM ^7 1/7 

4-[ (6. 7 b*x-4-*y"j;U) t+y]-2-7MD7zU> 
(lOOmgh £?aD*;UA (5ml). HJX3 1 ;U7$> (1ml) ICS*? 
Lfcg, y^DD/^>l;!l)SU;MJ*7y> (104mg) *iOAT5»« 
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tommmbtt, *csec-y^7i> (48 ui) trnz.* loftmamm 
mvtzo i*ffT*jB!Ese*LT»6nfca$*, zuuKjvh/jtvy (8/ 

1 7mg, JR$8 9 %Tf#fc„ 

'H-NMR (CDC 1,, 4 0 0MHz) : 6 0. 95 (t, J = 7. 6Hz, 3 
H),l. 18 (d,J = 6. 6Hz. 3H), 1. 4 7- 1. 5 5 (m, 2H), 
3. 7 9 - 3. 8 9 (m, 1 H). 4. 04 (s, 6H). 5. 28 (d. J = 8. 
1Hz. 1H), 6. 48 (d, J = 5. 4Hz, 1H), 6. 8 9 -6. 9 8 (m, 
2H), 7. 08 (d. J = 2. 7Hz, 1H), 7. 42 (s, 1H). 7. 51 
(s, 1H), 8. 2 0 - 8. 2 4 (m, J = 9. 0Hz, 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

Wmftftm (ES I -MS, m/z) : 4 1 4 (M'+ 1) 
mmmi 1 : N- (4-f (6, 7 - : J* h^->- 4 ^-^vl-2- 
— N ' -<V7^;i/^l/7 
4-[ (6, 7->7h + y-4-^y | JM 2 -7;i/^D7z:>J > 

(1 0 Omg) £7 A (5ml), h >JX^;U75> (1ml) fCigfi?L 

Tz'&. •/^□□^^>(MLfchiJ^xy> (10 4mg) £Jn;LT 5 ftfiSIJjO 
H*il^L/io tfct-f > (5 0 m 1 ) 1 0#MJQl!fti«tl/fc. 

£jfr?££7on*;UA/7-fe h> (4/1) x 'J iltfiVt? D7 h 7*:7 

'H-NMR (CDC 1 ,,4 0 OMHz) : fi 0. 94 (d, J = 6. 6Hz, 6 
H), 1. 7 7 - 1. 8 4 (m, 1H), 3. 10-3. 13 (m, 2H), 4. 0 
3 (s, 3H), 4. 03 (s, 3H), 5. 58 (t, J = 5. 4Hz, 1H), 
6. 47 (d, J = 5. 4Hz, H), 6. 8 8 - 6. 9 7 (m. 2H). 7. 1 
8 (s, 1H). 7. 41 (s, 1H). 7. 50 (s, 1H), 8. 18-8. 2 
3 (m, 1H). 8. 48 (d, J = 5. 1Hz, 1 H) 
MS##rffl (ES I -MS. m/z) : 4 1 4 (M*+ 1) 

mmmi 2 ■. n- (4-r (6, h^->-4-^/ u;u) ^->i-2- 

7MD7iIJH — N ' - (1. 2-V*?-)V-?UV)\,) -71/7 
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4-[ (6, h*'>-4-*yV)V) 2 -7;M-07^U> 

(lOOmg), i£?nntiv\,& (5ml), h'JX3\H/75> (lml) tcigfl? 
v^PD^^>(Cjg^LfchU^7 > y> (4 7mg) SjbDAT 3 0#|HJ 
MTft#Lfc. ^Idl, 2-v^5 i ;i/7 P Dtr;l/7 5> (55wl) £Jn;L 1 

7±h> (2/1) T«ny'J*y^D7h^77^-|;j;l5llSU £ 

■H-NMR (CDC 1 », 4 0 OMH z) : (5 0. 93 (d, J = 2. 2Hz, 3 
H), 0. 95 (d. J = 2. 4Hz, 3H). 1. 14 (d, J = 6. 8Hz, 
3H), 1. 7 2 - 1. 8 0 (m, 1H), 3. 7 6 - 3. 8 4 (m, 1H), 4. 
04 (s., 3H), 4. 05 (s, 3H). 4. 91 (d, J = 8. 5Hz, 1H), 
6. 48 (d, J = 5. 4Hz. 1H). 6. 74 (d. J = 2. 9Hz, 1 H), 
6. 91-6. 98 (m. 2H). 7. 42 (s, 1H), 7. 51 (s, 1H), 
8. 18-8. 23 (m. 1H), 8. 49 (d, J = 5. 4Hz, 1 H) 

(ES I-MS, m/z) : 428 (M'+l) 
■£t&M 13 : N - { 2 - 2 an- 4 - f(6, 7 - 2A V* js-4-*/ 'J )U) 
ttis] 7ii;W — N ' -Zfu¥)VVl>T 

2 - ^DP-4 - [(6. 7 -v* h + ->-4- + y U;P) 7^'J >(1 

0 Omg) ZZnn-fcjlA (7. 5ml), h Ux^JU75 > (lml) £fgfl?L 
^□□^ACgiLfc MJ^^y> (9 9mg) £fln*.T, »il»5t& 
5#P B 1Lfc. ^{Cn-ype;i/7 5> (2 1mg) ^m^T. tSZMQf&WffiZ 

* /-JU ( 8 / 1 ) TJRMTS -> U tiffr*? n-7 h 7* 5 7^ -ted; OUSH U 

'H-NMR (CDC 1,, 4 0 OMH z) : 6 0. 9 9 (t. J = 7. 3Hz, 3 
H) ,1. 5 8 - 1. 6 5 (m, 2H), 3. 2 4-3. 3 1 (m. 2H). 4. 
04 (s. 3H), 4. 05 (s, 3H), 4. 94 (t, J = 5. 9Hz. 1 H), 
6. 48 (d,J = 5. 1Hz, 1H), 6. 77 (s, 1H), 7. 11 (dd, 
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J = 2. 7Hz, 9. 0Hz. 1H), 7. 21 (d,J = 2. 7Hz, 1H), 

7. 43 (s, 1H), 7. 52 (s. 1H), 8. 27 (d, J = 9. 0Hz, 
1H), 8.5 0 (d,J = 5. 1Hz, 1H) 

Stg##HI (FD-MS, m/z) : 4 1 5, 417 (MO 
^tSWl 4 : N— ( 2 -£cm-4 -f (6, 7-ypt h^y-4-^/'J^) 

^-^->i7x-;i/} -n' - (4-7;u^-a-2-^^;U7x-^) fri/7 

2-7DP-4-[ (6, 7-v* h + y-4- + y'JJW ^x]7~U> (1 
2 2mg), $^po*M (1 Oml), HJX^;|/7 = > (1ml) {C^L 
->*^oo^^>(C?g^Lfc MJ*7>y> (llOmg) 5MT3 0^Fb1 
ZmXHLWlsIt, 'X\Z4-7)V-tU-2-*^)V7-\)> (1 2 6 m 1) ZtiUX. 

n^as*. 7 0D^;uA/7iz h> (2/i) Tjgrers'>u*y;i/^D-7h 

^7 7V-H<fc9tttl!U ^a©ffc£&£l 4 2mg, W7 9 5STffc, 
'H-NMR (CDC 1,, 4 0 OMHz) : 5 2. 37 (s, 3H), 4. 04 (s. 
3H), 4. 04 (s, 3H), 6. 31 (s, 1H), 6. 47 (d. J = 5. 1 
Hz.. 1H), 6. 9 7 - 7. 0 6 (m. 3H), 7. 11-7. 14 (ra, 1H). 
7. 19 (d, J=2. 7Hz, 1H), 7. 41-7. 44 (m, 2H), 7. 
50 (s, 1H), 8. 35 (d. J = 9. OHz, 1H), 8. 50 (d, J = 
5. 4Hz, 1H) 

ftfi##rfl (ES I - MS, m/z) : 4 8 2, 4 8 4 (M'+ 1) 
mmmi 5 : N- (S - In*- 6 2 - IfV is)],) — N ' - {2-7 

□ □-4-r (6, 7 h^v-4-^y u;i/) ^-^->i7x-;p) -7^7 

2-7DO-4-[(6, 7-v/ h + y-4- + ;UJW ^^i/]7i:'J> (1 
22mgh ^^dd^I/A (l'oml), h 'JX3\H/7 5 > (1ml) Kig^L 
y^DD^^>CitiUc MJ**-Jr> (llOmg) £im;LT3 0#ra 
iM^Lt. -75/- 3 -7*0^- 2 -/^UfcT'J (2 0 8m 

g) £hd*. mm^wrQmwLtz. Rfomz*? mmrmmz 

35feUTf#enfc&££. 7PD^;UA/7il h> (2/1) TSirf *->U 27 
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'H-NMR (CDC 1 4 0 0MHz) : 6 2. 6 9 (s, 3H), 4. 06 (s, 
6H), 6. 53 (d, J = 5. 4Hz, 1H), 6. 56 (d, J = 8. 5Hz, 
1H), 7. 14-7. 17 (m, 1H), 7. 30 (d, J = 2. 7Hz, 1H), 
7. 44 (s. 1H), 7. 53 (s, 1H), 7. 75 (d. J = 8. 5Hz, 
1H), 7. 93 (s, 1H), 8. 49 (d, J = 9. 0Hz, 1H), 8. 52 
(d, j = 5. 4Hz, 1H), 11. 92 (s, 1 H) 
K»»*ftt (ESI-MS, m/z): 5 4 3, 545, 547 (M*+ 1 ) 
mmffli 6 : N- {2-?PD-4-f (6, T_z2_* h^v-4-^7 
tt->17i>M -N' - (5 2 -e'J->*;U) frU7 

2-*nn-4-[(6, h*->- 4 'J ;U) **->]7-U> (1 

22mg), S^nnMA (10ml), h'JX3\H/75> (1ml) \zmML 
fz'&, ^^on^^>»z»*L/thiJ^y> (llOmg) fcJnAT 3 0 #M 
^l32-7$/-5-^PDtfUv> (14 3mg) £;&a;L, 

nfc»S£» ^oa^;UA/7-fe h> (2/1) tIiit§yU*Wn7h 
yv7^-(3J:0«gJL> aEIBOft^ttS 1 4 8mg, «8 2%Tf#fc. 
'H-NMR (CDC 1,, 400 MHz): (54. 06 (s, 3H), 4. 06 (s, 
3H), 6. 53 (d, J = 5. 1Hz, 1H), 6. 95 (d. J = 8. 8Hz, 
1H), 7. 14-7. 17 (m, 1H), 7. 31 (d, J = 2. 7Hz, 1H), 

7. 44 (s, 1H), 7. 53 (s. 1H), 7. 6 4- 7. 6 7 (m, 1H), 

8. 28 (d, J=2. 7Hz, 1H), 8. 5 0-8. 5 3 (m, 2H), 8. 
9 2 (s, 1H), 12. 11 (brs, 1 H) 

StS##Ht (ESI-MS, m/z) 485, 487, 4 8 9 : (M'+ 1) 
Mffi&il 7 : N-(5-7'D J &-2-eUv;U)-N'-{2-^Da-4-f(6, 
1- S J* h*y-4-*/ *))V) :t*->17x-JH frU7 

2-^DO-4-[(6, 7-v* h + ->-4- + yj;U) t+y]7zij> (1 
22mg). (10ml), HJX3\>U75> (1ml) KiSflfL 

y^OD^^XcggLfcMJ*^ (llOmg) £JD;LT3 0#M 
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MTfttfLfc. #.\Z2 -757- 5 -^oqEtf 'J v> (19 2mg) SriD*, 

nfcgg££, ?PO*;kk/7-fch> (2/1) timv'J*WD7h 
!f7 7<<—\Z&*)nnL< %m<Dik£®}£l 0 8mg, «5 5 %Tf#£„ 
'H-NMR (CDC 1 j, 400 MH z ) : <5 4. 0 6 (s, 3H), 4. 0 6 (s, 
3H), 6. 53 (d, J = 5. 1Hz, 1H), 6. 80 (d, J = 8. 8Hz, 
1H), 7. 14-7. 18 (m, 1H), 7. 30 (d, J = 2. 7Hz, 1H), 

7. 45 (s, 1H), 7. 53 (s, 1H), 7. 7 7 - 7. 8 0 (m, 1H), 

8. 15 (s, 1H). 8. 39 (d, J = 2. 4Hz, 1H), 8. 50 (d, 
J = 9. 0Hz, 1H), 8. 52 (d, J = 5. 4Hz, 1H), 12. 09 (b 
r s, 1H) 

MmfttirM (ESI-MS, m/z): 5 2 9, 5 3 1. 5 3 3 (M' + 1) 
nffiMl 8 : N- { 2 -^DD-4-r (6, 1 -V* b*is- 4 J »J )V) 
t^->]7x^JH — N' - (2-pt h^->7x-^) frU7 

2-/7 0 P-4-[ (6, 7-->V ^+^]7-ij> d 

OOmg) &t7nn-fc)UA (10ml) icjgfiiU 2-/F^>7iUKVy 
71— h (5 4mg) ^MT6 0t)T-WLt. 

A. M/£T^J&£g£LTf#bft£?3££, ^ □ P*;i/A/7ir h > (6/4) 

T'mm?z>i' i )t)'f)u?a^hif77s(--\z£.'ommL. mmo{^m^ \ 1 1 

mg, iR^7 7%Tf#fc„ 

'H-NMR (CDC I j, 400 MHz) : 5 3. 8 5 (s, 3H). 4. 0 4 (s, 
3H), 4. 05 (s, 3H). 6. 50 (d, J = 5. 1Hz, 1H), 6. 89 
-6. 93 (m, 1H), 6. 9 8 - 7. 0 3 (m. 1H), 7. 05-7. 10 
(m, 1H), 7. 14 (dd. J = 2. 7Hz, 9. 0Hz, 1H), 7. 23 
(d, J = 2. 7Hz, 1H), 7. 35 (s. 1H). 7. 36 (s, 1H). 7. 
44 (s, 1H), 7. 52 (s. 1H), 8. 0 5 -8. 0 7 (m. 1H), 8. 
34 (d, J=9. 0Hz, 1H), 8. 52 (d, J = 5. 4Hz, 1 H) 

Kit##T{I (ESI-MS, m/z ) : 4 8 0 , 4 8 2 (M' + 1 ) 
mt&Ml 9 : N- (2 -frPP-4-f (6, 7 - h^y- 4 »J;U) 
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2-^OD-4-[ (6. h*y-4- + ;UJW t*y]7z'J> (1 

2 2mg) £^nozM,A (10ml) (cjg^U o-FJKWVi/7t-h 

(5 9mg) &JnATMT-ft*#bfc. y-;u£jn;i, mjet 

— T)\s%tox.tz. $TthLtz&Mi$:m%LL, 8I©^M5 9mg, JR^3 4% 

'H-NMR (CDC 1,, 4 0 0MHz) : 6 2. 3 8 (s, 3H), 4. 0 4 (s, 
3H), 4. 05 (s. 3H), 6. 22 (s. 1H), 6. 47 (d, J = 5. 1 
Hz, 1H), 7. 01 (s. 1H), 7. 11-7. 14 (m, 1H). 7. 18 
(d, J = 2. 7Hz, 1H), 7. 2 5 - 7. 3 5 (m, 3H), 7. 42 (s, 
1H), 7. 46 (d. J = 6. 8Hz, 1H), 7. 50 (s, 1H), 8. 37 
(d, J = 8. 8Hz, 1H), 8. 50 (d, J = 5. 1Hz, 1 H) 
mmfttirm (ES I -MS, m/z) :4 6 4, 4 6 6 (M*+ 1) 
j^Ulg 0:N-{2-^DD-4-f(6, 7- s J* h±ilZ 4 z±2_U ;U) 

^^i7x_;n — n ' - (5-^^;i/- 2 22k) frU7 

2-^DO-4-[(6, 7->>* h^x-4-^y t+y]7z'J> (1 
2 2mg), Si/DoMAdOml), h'JxW$> (1ml) 

>^an**>fC?g$LfcMJ*xy> (llOmg) SriDAT3 0^ 
3»TJft#Lfc. ^(C2-75y-5-tf3'J> (12 0mg) £2J0;L. 2B#^ 

7DD*;UA/7-te K> (2/1) TSIIWr4'>U*y;U^DTh^77 

'H-NMR (CDC 1 J( 4 0 OMHz) : 6 2. 3 1 (s, 3H), 4. 0 6 (s, 
6H). 6. 53 (d, J = 5. 4Hz. 1H), 6. 76 (d, J=8. 3Hz, 
1H), 7. 13-7. 16 (m. 1H), 7. 29 (d, 3 = 2. 7Hz, 1H), 

7. 43 (s, 1H). 7. 4 9 - 7. 5 2 (m, 1H), 7. 54 (s, 1H), 

8. 00 (s. 1H). 8. 14 (s, 1H), 8. 52 (d, J = 5. 1Hz, 
1H), 8. 55 (d, J = 9. 0Hz, 1H), 12. 57 (brs, 1 H) 
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M#0rffi (ES I -MS, m/z) : 4 6 5, 4 6 7 (M'+ 1) 
$kMM2 1 : N- { 2 - ftDP-4-r (6, 7 -v^ h^->-4-»y u;u) 

^-^->i7x~;i/} - n ' - (6-^^;u-2-eu^;[/) our 

2-9UU- 4-[ (6, 7-y^h^y-4-^yiJJW :**v]7X'J> (1 
22mg). £^od*;|,A (10ml), MJX5MU75> (lml) HjgfiPL 
v^nn^^>(Cig^Lfch'j5jsXy> (1 1 Orag) £jJ0;LT 3 0 flfiU 
^T»Lfc 0 &IC6-7$y , -2-tfnU> (12 0mg) £*n;^ 2fl#^ 

^DO*W7th> (2/1) TJl^TSvU^y;U^DV h^77 
^-(ZifP^SIL, gE^<7Mfc£^£7 3mg. iK$4 2%Tf#£. 
'H-NMR (CDC U 4 0 0MHz) : 6 2. 5 7 (s, 3H), 4. 06 (s, 
6H), 6. 54 (d. J = 5. 4Hz, 1H), 6. 66 (d, J = 8. 1Hz, 
1H), 6. 83 (d, J = 7. 6Hz, 1 H), 7. 15-7. 18 (m, 1H), 

7. 30 (d, J = 2. 7Hz. 1H), 7. 44 (s, 1 H), 7. 54-7. 
59 (m. 2H), 8. 36 (s, 1H), 8. 52 (d, J = 5. 1Hz, 1H), 

8. 57 (d, J = 9. 0Hz. 1H), 12. 45 (s, 1 H) 
ff*##HI (ES I -MS, m/z) : 4 6 5, 4 6 7 (M*+ 1) 

mMM2 2 : N— {2-^DD-4- r(6, 7 - yj* y- 4 'J ;1Q :t 

2-^DO-4-[(6, 7-y* h^y-4- + ;U;t') 71'JXl 
OOmg) ££nn*;[,A (4ml) fZjgfl?L£:&. 4-^h+->7x~MV 
->77"-h (60m1) ^tU?iX Mi^X—^K^btz. M/ETi§J«£®£U tf 

{±JL7c&li3:£Pj£3iraU N-2-^dd-4- [(6, 7 - y* N*->- 4 - + 
J UJM 7x-;i/-N' - (4-> h + y7i^l/) 2U7£9 Omg, 

iR$6 7%TWc. Ctl^^^y-;i/4m UC^^L. * ? / 

"H-NMR (DMSO-d,, 4 0 OMHz) : 6 3. 7 3 (s, 3H), 4. 0 
3 (s, 3H). 4. 05 (s,3H), 6. 90 (d, J = 9. 3Hz, 2H), 
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6. 97 (d, 5 = 6. 6Hz, 1H), 7. 37-7. 41 (m, 3H), 7. 
62 (s, 1H), 7. 67 (d, J = 2. 7Hz, 1H), 8. 39 (d, J = 
9. 0Hz, 1H), 8. 49 (s. 1 H), 8. 82 (d, J = 6. 6Hz, 1 
H), 9. 4 9 (s, 1H) 

2 3 : N— { 2 -fr □□- 4 -f (6, 7-y* is- 4 -4V U Jl/) 
^•^->17x~;U} — N' - (l-^-7^;U) frtx7 

2 -^DD-4 -[ (6, 7 -x* h^v-4-*/ **i/)7-iJ > (1 
2 2mg) S:^PD7fc;UA (10ml) (C?gfl¥U l-t7fJKVy7t-F 
(7 5mg) 5iATlST-WLfc. Kfomzt? J-)\,?tfaX. MJET 

-T-h^l&K.tz* tiT{hLfzifeg , B £ML. mm<Dik<£%]$; l 0 5mg, iR$5 7 

'H-NMR (CDCU 400MHz):<54. 03 (s, 3H), 4. 04 (s, 
3H). 6. 44 (d, J = 5. 4Hz, 1H), 6. 72 (s, 1H), 7. 10 
-7. 13 (m, 3H), 7. 41 (s, 1H), 7. 48 (s. 1H), 7. 55 
- 7. 6 9 (m, 4H), 7. 8 8 - 7. 9 6 (m, 2H), 8. 15 (d, J = 
7. 6Hz. 1H). 8. 3 8-8. 4 0 (m, 1H), 8. 48 (d, J = 5. 
1Hz, 1 H) 

Kfi##ffl (ES I -MS, m/z) : 5 0 0-, 5 0 2 (M' + 1) 
mmm2 4 : N- (2, 4-y7^D7xZ^) — N ' - {4- [(6, 7-y 
*b*is-4-*; >J)U) Jr^js] - 2 , 3-y/f^7x-JH U7 

4- [(6, 7 -5^ h*->-4-*/ U^) -2, 3-v*3MU7:i 

•J> (710mg) 2r^DO*;i/A (7ml) (Z?g^L7c^, 2, 4-^^;i/^ 
□ 7i-JKVy7t-h (3 1 Owl) ^tox.TJn^M»5t^lB#r B 1L7t. tZ. 

\z^m<ojL~r-)^-mx. mtHLtzm^^mmL, ^moits®* 7 3 5m 

g. iR^7 0%T't#7c. 
'H-NMR (CDC U 4 0 0MHz) : 6 2. 1 4 (s, 3H). 2. .27 
(s, 3H), 4. 04 (s, 3H), 4. 06 (s, 3H), 6. 27 (d, J - 
= 5. 4Hz, 1H). 6. 7 8 - 6. 8 9 (m, 2H), 6. 95 (s, 1H), 
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7. 03 (d, J = 8. 5Hz, 1 H), 7. 10 (s. 1H), 7. 40-7. 

45 (m, 2H), 7. 61 (s, 1H), 8. 03-8. 12 (m, 1H), 8. 

46 (d, J = 5. 4Hz, 1H) 

(FAB-MS, m/z):4 8 0 (M'+l) 
mmm2 5 : N- {4-f (6, 7-^* h^^-4-^;'JJ|/) ^->1-2. 
3-y^fJl/7x~Jl/} — N ' - (4-7J^D-2r-^^7x-Jl/) frl/7 
4-[ (6, 7-y^h^y-4- + yj>lW **->]-2, 3-v*3MI/7X 
U> (1 20mg) £y*on*;UA (1 0ml), hUX5 L ;i/75> ( 1 ra 1 ) (Z 
i£$L£&> v^op/^>(c?g^Lfc h U*7.y*> (llOmg) £JD;LT3 
O^Itft^Lit. ^fd4-7;i/^-D-2-^5 L ;U7nU> (126/il) 

LTmznfzmZZ. ZuwfciVk/*? (9 1/9) TIMtS^'J* 
VfrtPU-zVyvyj-fc&QimL. »M$16 0rag. »9 1% 

'H-NMR (CDC 1,, 4 0 0MHz) : 5 2. 1 2 (s, 3H), 2. 22 (s, 
3H), 2. 25 (s, 3H), 4. 05 (s. 3H), 4. 06 (s, 3H). 6. 
24 (d, J = 5. 1Hz, 1H), 6. 33 (s, 1H), 6. 42 (s. 1H), 
6. 9 4 - 7. 0 3 (m, 3H), 7. 43 (s, 1 H), 7. 4 6- 7. 5 5 (m, 
2H), 7. 60 (s, 1H), 8. 43 (d, J = 5. 1Hz, 1 H) 

ftS##fffi (ES I -MS. m/z) : 4 7 6 (M*+ 1) 
g|ffiffJ2 6 : N- {4-f (6, 7 - y/ hty-4-^y 'JJM ** : s\-2, 
3-y^f^7i^JU - N ' - (3-7^D-2-/h4Fy7x-;i/) ft U 
7 

4-[ (6, 7-y^h + y-4- + 7'JJW :**->]-2, 3-5>*^;U7=: 
U > (1 2 Omg) £^cm*;UA (10ml), h UX^;U7= > (1ml) I: 

mmvtzm, \/>7uu**py\zmm\,tz.Y^-fr7s>Ty diomg) *i&x.xz 

Oftffl^i&T'MftLtz, *l:3-7Mo-^-7Zyy> ( 1 3 2 u 1 ) 

ibnfcS^f^, ^oD*;i/A//^y-;i/ (9i/9) tjhhts^'J^Mu 
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'H-NMR (CDC li, 400 MH z ) : 6 2. 1 5 (s. 3H), 2. 3 2 (s, 
3H), 3. 84 (d. J = l. 7Hz, 3H), 4. 05 (s, 3H), 4. 08 
(s. 3H), 6. 28 (d, J = 5. 4Hz, 1H), 6. 7 2 - 6. 7 7 (m. 
1H), 6. 9 6 - 7. 0 9 (m, 3H). 7. 43 (d, J = 8. 5Hz, 1H), 

7. 46 (s. 1H), 7. 60 (s, 1H), 7. 62 (s, 1H), 8. 02- 

8. 05 (m, 1H). 8. 46 (d, J = 5. 4Hz, 1 H) 

mmfttftm (es i -ms, m/z) ■. 4 9 2 (m*+ d 

$mm2 7 : N-(5-> r P^-6-^^-2-lfUv^)-N'-(4-f(6. 
7-y/h^y-4-^7'JJl/) 2, 3-y/^7iZJM frU7 

4-[ (6, 7->7h + y-4- + yij;W ^*v]-2, 3-v*3Ml/7- 
U> (1 2 Omg) $r^PD^^A (10ml), HJx^;i/75> (1ml) \Z 
®MLfzm, Wnn*?>{z®mi,tcbiJ*zy> (1 lOmg) £iJQ;LT3 
Oftffl^iELr'm&Lfz. ^(c6-75/-3-7'D ; E-2-/5 i ;i/e'J v> (2 

osmg) 2mmm^-cmwbrzo Kfomz*? ;-)\>*i&x, m/et 

®MZ%£LTmt>fttzmiE$:> Vuuirs)\,k/*$ (9 1/9) TJg&f) 

tZ>i/Vt>7)ltu-?h>/ ; 7 7j-\z&V)%mL, mm<Dlt%W}Z 1 0 3mg, 

WS 2%vmz. 

'H-NMR (CDC 1), 4 0 OMHz) : <5 2. 16 (s, 3H), 2. 4 2 (s, 
3H), 2. 65 (s, 3H), 4. 06 (s. 3H), 4. 08 (s, 3H). 6. 
32 (d, J = 5. 1Hz, 1H), 6. 64 (d, J = 8. 8Hz, 1H), 7. 
04 (d. J = 8. 8Hz. 1H), 7. 44 (s, 1H), 7. 64 (s. 1H), 

7. 74 (d. J = 8. 8Hz, 1H), 7. 91 (d, J=8. 8Hz, 1H), 

8. 29 (s, 1H), 8. 45 (d, J = 5. 4Hz, 1H), 11. 30 (b 
r s , 1 H) 

nmftffim (es i -ms. m/z) .-537, 539 (m*+ d 
mmm2 8 .• n- (5-^Dn-2-e»j^;u) -n' - (4 - [(6, 7-v* 

\) ){/) -2, 3-y^f^7x^| U7 

4- [(6, 7 h + ->-4 >j;U) **i>]-2, 3-y^^7r 
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•J> (3. OOg) ^^PD^I/A (150ml), h'Jl^75> (6ml) 
\Z®MLtz'&. y^DD^^>i;iggLfch'J^^r> (2. 7 4 g) £iO;iT 
iST3 0^Wlfc. *i;2-7Sy-5-^one'Jy> (2. 3 8 g) 

L£. mj£T®M$:'g£;LTftt>tlfzmZZ, 0 nu^h/ J -)V (2 0 

3. 4g. 1R^7 7 %-vntzo 

'H-NMR (CD C 1 it 4 0 0 MHz): 6 2. 16 (s, 3H), 2. 3 
8 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H). 6. 31 (d, J 
= 5. 4Hz, 1H), 6. 89 (d, J = 8. 8Hz, 1H), 7. 04 (d, 
J = 8. 8Hz, 1H), 7. 44 (s, 1 H), 7. 6 2 - 7. 6 8 (m, 2H), 

7. 90 (d, J = 8. 8Hz, 1H), 8. 23 (d, J = 2. 4Hz, 1H). 

8. 45 (d. J = 5. 4Hz, 1H), 8. 50 (s, 1H). 11. 23 (b 
r s, 1H) 

nmfttirm (E S I -MS, m/z) : 4 7 9, 4 8 1 (M*+ 1) 
mffiM2 9 : N- (5-7a^-2-bf'J 2M ~N' - (4-r (6. 1 -V 
* h**>-4-*7 UjU) 3-//fj|/7xZJH frtV7 

4-[(6, 7-y^h + y-4- + ;'JJW ^*>-]-2, 3-v*^7:i 
U> (1 2 Omg) £?OD*;UA (10ml), MJx^;U7S> (1ml) £ 
^□□**>£igjSL/t HJ*?;v-'> (11 Omg) £flD;LT3 
0#P B 1Mig-?$#L£. ^l3 2-7$y-5-7 r O ; EeU> ? > (19 2mg) £ 

Tnt>tlfz¥%2£, >?uu-fc)\,h/*9 (9 1/9) TJSHflT-2> i/'J 

'H-NMR (CDC I j, 400 MHz) : 6 2. 16 (s. 3H), 2. 38 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 31 (d, J = 5. 1 
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Hz, 1H), 6. 96 (d. J = 8. 5Hz, 1H), 7. 03 (d, J = 8. 
8Hz, 1H), 7. 45 (s, 1H), 7. 64 (s, 1H), 7. 75-7. 7 
7 (m, 1H), 7. 89 (d, J = 8. 8Hz, 1H), 8. 31 (d, J = 2. 
4Hz, 1H), 8. 45 (d, J = 5. 4Hz, 1H), 8. 81 (s, 1H), 
11. 17 (b r s, 1H) 

RS#fl?ffi (E S I -MS, m/z): 5 2 3, 5 2 5 (M'+ 1) 
»ffl30 : N- {4-f (6, 7 - h^->- 4 'J )V) 
3-^^f;P7x^} ~N' - (2-* K*v7x-JU) frlx7 

4-[(6, 7 -v* S + ->-4- + y **v]-2, 3->^^7- 
U> (120mg) (10ml) CjSflPU 2-^h + y7i" 

wyy7t- h (6 owl) ^unAT^T-^jt^L^. Kj&mz*?y- 

m g , iK^ 7 5 % Tf#fc„ 

'H-NMR (CDC 1,, 4 0 0MHz) : <5 2. 1 6 (s, 3H). 2. 32 (s, 
3H), 3. 81 (s, 3H). 4. 06 (s. 3H), 4. 08 (s, 3H), 6. 
25 (s. 1H), 6. 26 (d, J = 5. 4Hz. 1H), 6. 85-6. 87 
(m, 1H), 6. 9 7 - 7. 0 7 (m, 4H), 7. 41 (d, J = 8. 5Hz, 
1H). 7. 44 (s. 1H), 7. 62 (s, 1H), 8. 15-8. 17 (m, 
1H), 8.4 5 (d, J = 5. 4Hz, 1 H) 

f?fi##rM (E S I -MS, m/z) : 4 7 4 (M'+ 1) 
mmm3 l ; N- (4-f (6, 1 -V* ^->l-2, 
3-^^7i-JM - N ' - (2-*tP;U7x-;1/) »7^7 

4-[ (6, h + x-4- + /'j;U) **:>]-2. S-v/^UT- 

U> (12 Omg) £^Dn*;UA (10ml) Kjgj&U o_- hWMVx 
77— h (5 5 W 1 ) £*0*T^&T-M#L£o Kfomz*? 

m<DJL- : r)l' : $:toXtzo tiTliilsfzfe&ZML* mm<D{t'&%}$: 1 3 Omg, iR 
¥7 0%Tf#fe o 
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'H-NMR (CDC 1 j, 400 MH z ) : 6 2. 12 (s, 3H), 2. 2 2 (s, 
3H), 2. 26 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 
2 3 - 6. 2 8 (m, 3H), 7. 02 (d, J = 8. 5Hz, 1H), 7. 14 
-7. 17 (m, 1H), 7. 2 4- 7. 2 9 (m, 2H), 7. 43 (s. 1H), 
7. 49 (d, J = 8. 5Hz, 1H), 7. 60 (s, 1H), 7. 63 (d, 
J = 7. 3Hz, 1H), 8. 43 (d, J = 5. 4Hz, 1 H) 

n&ftVrM (ES I -MS, m/z) : 4 5 8 (M' + 1) 
mmM3 2 : N- (4-»DD-2-^7i-JM — N ' - (4-f (6. 
7-y^h^y-4-^/U^) **->T-2, 3->7^7i-JW frU7 
4-[(6, 7-y^^y-4- + yj;W **i/]-2, 3-^/3^7- 
U> (1 2 Omg) £2/0 0 510, A (l Oml), MJx?MI/75> (1ml) 

y^n^>|;i|LfcHJ*xy> (11 Omg) £;ta;LT3 
0#IHJMT«#U;fc. ^(C4-270P-2-^^7n'J> (13 0^1) £ 
ADA. 2l3IHI£fflT«#L&. Effi»cfc**/-;H£JiD;t, «flET89i£S£U 
T#5ttfc®££. 27DD^;UA/^^y-;U (91/9) TIBBtSx'JAy 
^O7h^77^-l; t t0iSl, ii(D^$13 6mg, iK^7 5%T 

'H-NMR (CDCl,,4 0 0MHz):32. 14 (s, 3H), 2. 18 (s, 
3H). 2. 27 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 
24 (d, J = 5. 4Hz, 1H). 6. 33 (s. 1H), 6. 40 (s. 1H). 
7. 03 (d. J = 8. 5Hz, 1H), 7. 19-7. 21 (m, 2H), 7. 
42-7. 44 (m, 2H), 7. 60 (s, 1H). 7. 65 (d. J = 9. 0 
Hz, 1H), 8. 44 (d, J = 5. 1Hz, 1 H) 

WMfttirM (ES I -MS, m/z) : 4 9 2, 4 9 4 (M*+ 1) 
mMM3 3 : N- (4-f (6, h4^-4-^7 V )V) .^^'>1-2, 

Z-V^fr-y — N ' - (2-bf'JvMl/) -7U7 

4-[ (6. 7-y^h + y-4- + 7'JJ|/) :**5y]-2, 3-v*3MU7- 
»J> (1 2 Omg) St^od^A (10ml). h ■JX5 1 ;U75 > (1ml) K 
i8#Ljfc&. yi/DD^^XCiiUchU*^ (11 Omg) £iDAT3 
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0#M£i&T«#L&. &£2-7S/fc?'J>>> (10 4mg) Sin*., 
^□o*;PA/^^y-;p (9 1/9) T-MMtZ '>U*Wn7 h^7^ 

'H-NMR (CDC 1,, 4 0 0MHz) : <5 2. 16 (s. 3H), 2. 41 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s, 3H). 6. 32 (d, J = 5. 4 
Hz, 1H), 6. 9 2 - 6. 9 8 (m, 2H), 7. 04 (d, J = 8. 8Hz, 
1H), 7. 44 (s, 1H), 7. 65 (s, 1H), 7. 6 7 - 7. 6 9 (m, 
1H), 7. 97 (d, J=8. 8Hz, 1H), 8. 2 5 - 8. 2 7 (m" 1H), 
8. 45 (d, J = 5. 1Hz, 1H), 8. 72 (s, 1H), 11. 77 (b 
r, 1H) 

nmfttirm (ES I -MS, m/z) : 4 4 5 (M'+l) 
^»J34 : N— {4-f (6, 7-y^ h*»>- 4 U Jj/) 2 , 

3-^^7xijH -N' - (5-^^;u-2-eu^) g_U7 

4-[(6, 7-v* h + ->-4- + /ij;U) **i/\-2, 3-/7WZ 
•J> (1 2 Omg) £?pp*;U£ (10ml), HJX^;i/7£> (1ml) (3 
$#Lfc&, ^^□□/^>fC^»Lfc h 'J*xy> (1 1 Omg) £J)Qx.T3 
oaf B 1MTiK#Lfc. ^(C2-7$y-5-eDU> (12 0mg) £jQ;t, 

n&38££. ^□□*;ua/*^/-;u (91/9) nWSKt^-y^iJf^u 
•7b^yy^-iZ^DmmL. gB©MSl2 2mg. "R$7 2rafc. 
'H-NMR (CDC 1,, 4 0 OMHz) : <5 2. 15 (s, 3H), 2. 28 (s, 
3H), 2. 39 (s, 3H), 4. 04 (s, 3H), 4. 07 (s. 3H). 6. 
32 (d, J = 5. 4Hz, 1H), 6. 90 (d, J = 8. 3Hz, 1H), 7. 
02 (d, J = 8. 8Hz, 1H), 7. 43 (s, 1H). 7. 45-7. 48 
(m. 1H). 7. 64 (s, 1H), 7. 99 (d, J = 8. 8Hz, 1H), 8. 
06 (d, J = l. 5Hz, 1H), 8. 44 (d, J = 5. 4Hz. 1H), 9. 
2 3 (s, 1H), 11. 7 7 (b r, 1 H) 
RSa-tffiS (FD-MS, m/z): 4 5 8 (M*) 
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mffiW3 5 : N— {4-f (6, 7 -is*h*i/-4-*yi))l) **i/}-2, 
3-v^^7x-;U) — N ' - (6 2 -tf 'J 2M 

4-[ (6, 7 -V* h + ->-4- + y 2, 3 - v^^;U7~ 

U> (1 2 Omg) £^PD*;UA (10ml), HJx?MU75> (1ml) \Z 
®ML1t'&. i?#nn*?>\Z®mbtzhV*7>y> (llOmg) 
OftfflMi&rmftLtCo -fc?3ij > (12 Omg) £in;t, 

S££> ^□□^^A/7-fe h> (4 0/6 0) t®iiny'J*Wo7h 

'H-NMR (CDC 1,, 4 0 OMHz) : <5 2. 16 (s. 3H), 2. 4 4 (s, 
3H). 2. 54 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
32 (d, J = 5^ 4Hz, 1H). 6. 61 (d. J=8. 3Hz, 1H), 6. 
82 (d. J = 7. 6Hz, 1H), 7. 04 (d, J = 8. 8Hz, 1H), 7. 
44 (s, 1H), 7. 5 3 - 7. 5 7 (m, 1H), 7. 65 (s, 1H), 7. 
79 (s, 1H), 7. 99 (d, J = 8. 8Hz, 1H), 8. 44 (d, J = 

5. 1Hz, 1H), 11. 7 6 (b r, 1 H) 
nmttffim (FD-MS, m/z) : 4 5 8 (MO 

fWiJ3 6 : N— (4 - [(6, 7 -S?* - 4 UJIO - 2, 

3-//f^7iiJH — N ' - (4-/h^y7i-JP) 7U7 

4- [(6, 7-^h + y-4- + yjJW **is]-2, 
U> (10 Omg) ££oo*Jl,A (4ml) 4-/h + y7i 

-MV'>7t-h (60M) ^DPATMT-iftKiSLfe. «JBETiS*££g 

*D*., #fitiLfcH:J8£®3iaiigU ^SOft^ttSr 1 1 5mg. »7 8%Tt# 

'H-NMR (CDC 1,, 4 0 OMHz) : 6 2. 0 2 (s, 3H), 2. 30 
(s,3H), 3. 76 (s, 3H), 4. 06 (s. 3H). 4. 12 (s,3H), 

6. 46 (d, J = 6. 3Hz, 1H), 6. 78 (d, J = 9. 0Hz, 2H), 
6. 91 (d. J = 8. 8Hz, 1H), 7. 39 (d, J = 9. 0Hz, 2H), 
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7. 67 (s, 1H), 7. 69 (d, J = 8. 8Hz, 1H), 7. 9 2. (s, 
1H), 8. 2 0 - 8. 2 3 (m, 1 H) 
S*##fM (E S I -MS, m/z) : 47 4 (M*+ 1) 



mffiM3 7 : N- (2, 4—>'7MD7iZJl') — N' — (4— ["(6. 1 -V 

4- [(6, 7-v*/ h*^-4-*/LUI/) -2, 5-5>*5\>U7- 

U> (2 0 0mg) £7PD*JUA (15ml) 2, 4-y7^ 

tD7i-My-/7t-h (88/i 1) *ftJATUDJIfta«E*ll^|BILfc. Kfc 

^□o^;i/A/7-feh> (4/D -c«wr*>'U*y;u^D-7h^97 

'H-NMR (CDC 1 3> 4 0 0MHz) : 6 2. 17 (s, 3H), 2. 26 
(s,3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 31 (d. J = 
5. 4Hz, 1H), 6. 57 (s, 1H), 6. 81-6. 95 (m, 3H), 7. 
00 (s, 1H), 7. 43 (s, 1H), 7. 55 (s, 1H), 7. 59 (s, 
1H), 8. 05-8. 13 (m, 1 H), 8. 47 (d, J = 5 . 4Hz. 1 H) 

r«#*hi (fd-ms, m/z) .-479 (mo 

glMffJ 3 8 : N - (4- [(6, 7 ->7 'JJ1/) ±±23 ~ 2. 

5-y/^7xZjN — N ' = J7jD_gik£kZ 

4- [(6, 7-y^h + y-4- + yj;i') 5-?*?)lrT=. 
UXl 5 Omg) £7oo*JUA (1 3m 1). MJX^;U7= > ( 1 . 5ml) 
^DD*Mi;i|W;hij^y> (15 1mg) £j!ra;LT, 
ijn&iS»E£5$i'|H]Lfc. ^Kln-7*ntf;U7S > (3 3mg) £flP;LT, ^ ^> 

*no#JUA/7-feh> (4/1) TSHJ-TS->U*y;U^OTh^77^-tZ 
cfcOWHiL. £g©{b£0j£l 7 8mg. JR^9 5%T'f#fco 
'H-NMR (CDC 1,, 4 0 0MHz): 50. 94 (t, J = 7. 3Hz, 3 
H) , 1 . 5 1-1. 6 5 (m, 2 H), 2 . 15 ( s , 3 H), 2 . 2 6 ( s , 
3H), 3. 21-3. 28 (m, 2H). 4. 05 (s, 3H), 4. 06 (s, 



WO 00/43366 



PCT/JPOO/00255 



-70- 

3H), 4. 6 3-4. 6 9 (m, 1H), 5. 97 (s, 1H), 6. 31 (d, 
J = 5. 1Hz, 1H), 6. 98 (s, 1H), 7. 43 (s, 2H), 7. 58 

(s, 1H), 8. 46 (d,J = 5. 4Hz, 1 H) 

ff*#tfrffi (FD-MS, m/z) : 4 0 9 (MO 
H»]3 9 : N- (4-^DD-2-^7xZJW - N ' - {4-f (6. 
7-^^ h^->-4-^yj;i/) 2, 5-y7^7xZJH frU7 

4-[ (6, 7-v* h + v-4- + /'j;i/) **:>]-2, 5-y^^7- 
'J> (1 0 Omg) £^oo*;|,A (1 0ml), MJX3MU75> (1ml) (C 
®mLfc'&> WnatpyizmMLfchVKzyy (9 2mg) £*JOx.T3 0 
^^T»Lfe 0 #t;i4-£OD-2 -^^;i/7^U > (4 4 m 1) £flD;L, 

7c» *lfl±JL7c^^^mL. M<7Mfc£-$l£l 1 8mg, W7 8%Tt#7c. 
'H-NMR (CDC 1,, 4 0 0MHz) : 0 2. 16 (s. 3H), 2. 21 (s, 
3H). 2. 23 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 
28 (d, J = 5. 4Hz, 1H), 6. 30 (s. 1H), 6. 32 (s, 1H), 

6. 98 (s, 1H),.7. 2 2 - 7. 2 3 (m, 2H), 7. 43 (s, 1H). 

7. 58 (s, 1H), 7. 5 9- 7. 6 3 (m, 2H), 8. 45 (d, J = 5. 
1Hz, 1H) 

M#*HB (ES I -MS, m/z) : 4 9 2, 4 9 4 (M'+ 1) 
^SfeffHO.-N- (4-r (6, 7-y^h^^-4-^;UJl/) t^yl-2, 
5-V^f;i/7i-J|/} - N ' ~ (4-7MD-2-^Wx-jP) UT 
4-[ (6, 1-9* h*^-4-*7U;U) 2. 5-'J*?-)l7- 

U> (lOOmg) ^^on^M (10ml), h UX?Jl'75> (1ml) lc 
ML7c&> y^DD^>l:j|gLfchiJ^y> (9 2mg) £jflD;LT3 0 
#MiST-$#Lrc. ^fC4-7;i/^D-2-^5 1 ;i/7x | J> (4 2 m 1) £JJQ 
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%1X\Xtz. *rtill/£*SJI£ai3fcU ilOfb^S 1 0 8mg . iK^7 4%Tt# 

'H-NMR (CDC I,, 4 0 0MHz) : 6 2. 15 (s, 6H), 2. 30 (s, 
3H). 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 24 (s, 2H), 6. 

28 (d, J = 5. 1Hz, 1H), 6. 94 (s, 1H). 6. 96-7. 00 
(m, 2H), 7. 42 (s, 1H), 7. 4 9 - 7. 5 2 (m, 1H), 7. 58 
(s, 1H), 7. 64 (s, 1H), 8. 44 (d, J = 5. 1Hz, 1 H) 
RtMl (ESI-MS, m/z):4 7 6 (M*+l) 

gjtgyjj :N- {4-r (6, 7-y^K^y-4-^yj;|/) :t*'>l~2, 

5-y^^7iZJH - N' - (3-7MD-2-^h^y7x-J^) U 

7 

4-[ (6, 7 h + ->-4- + y **v]-2, 5-^^^JU7- 
'J> (1 0 Omg) £y*na*;UA (1 0ml), HJ X3MI/7S> (1ml) £ 
f§fl?L/i^ ^^□O^^Xl^L7chU^7.y-*> (9 2mg) £jta;LT3 0 
. ftffl^U-CM&Ltc. ^C3-7MP-£-7-yy> (4 4 m 1) ZltoTi, 

TftfcttfcJSSfc, ^□□*;UA/7-tl h> (2/1) TMP^-fSvU^yjU^ 
□ Th^77^-l:i0il!L, S^tf>ft£« 1 2 6mg, iK*8 3%T#7c. 
'H-NMR (CDC U 4 0 0MHz) : (5 2. 16 (s, 3H), 2. 27 (s, 
3H), 3. 83 (d. J = l. 7Hz, 3H), 4. 04 (s, 3H), 4. 07 

(s, 3H). 6. 31 (d. J = 5. 1Hz, 1H), 6. 7 4-6. 7 9 (m, 
1H), 6. 9 7 - 7. 0 3 (m, 3H). 7. 44 (s, 1H), 7. 57 (s, 
1H), 7. 60 (s. 1H), 7. 66 (s, 1H), 8. 0 2-8. 0 4 (m, 
1H), 8. 48 (d. J = 5. 1Hz. 1 H) 

ff*##rft (ESI-MS. m/z):4 9 2 (M'+ 1) 
^6fiffU4 2 : N- (4-f (6, 7-y^ 4-^7 U )V) **ri/}-2, 

5-y^f;i/7x-JH - N ' ~ (2-^fJl/7x^) frl/J 
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4-[ (6, 7-5>* h*<>-4-*y U;|/) *=^>]-2, 5-^pC^;U7- 
U > (10 Omg) £^PD*;i/A (10ml) fci&BU o.- hJKMVy 
M46/il) **ATSilTf-ft««iLfc. S«{c/^y-;usrira^, 
®EET®m$:%&LT'&t>ntzn2$:, >7UU7ts)V&/7-tV> (2/1) TJ1 
MTS^U*y;P^OTh^57>f-»cJ;0»«L,ailO^»4i 1 lrag, 
f$7 9%Tf#fc. 

'H-NMR (CDC 1 j, 4 0 0 MH z ) : 6 2. 1 2 (s. 6H), 2. 26 (s, 
3H), 4. 03 (s, 3H), 4. 05 (s, 3H), 6. 27 (d, J = 5. 1 
Hz, 1H), 6. 77 (s, 1H). 6. 81 (s, 1H), 6. 91 (s. 1 H), 
7. 11-7. 15 (m, 1H), 7. 22 (s, 1H), 7. 24 (s, 1H), 
7. 42 (s, 1H), 7. 59 (s. 1H), 7. 63 (d, J = 7. 8Hz. 
1H), 7. 68 (s. 1H). 8. 43 (d. J = 5. 4Hz, 1 H) 
(ES I -MS, m/z) : 4 5 8 (M'+ 1) 

mm&u 3 : n- {4-r (6, 7 -v^ h^->-4-^y u;u) 2, 

5->?^f;i/7i^l/) - N ' - (2 h^->7x~;U) 71^7 

4-[ (6, 7-y7h*y-4- + yjJW **->)-2, 5 -v^^U7^ 
•J> (10 Omg) £7nio*;UA (10ml) lc»fl¥U 2-^h^->7ir 

Hv->7t-h (49*11) &tia*.T-m])m&ffii>tz. Kmmz^^y-ju 
i) TSsir*->u*y;u^DTh^7 7w-cj:o«ffiL. ^©{t£#>££ 

'H-NMR (CDC lj, 4 0 0MHz) : 6 2. 14 (s, 3H), 2. 24 (s, 
3H), 3. 75 (s, 3H), 4. 03 (s. 3H), 4. 07 (s, 3H), 6. 
31 (d, J = 5. 1Hz. 1H), 6. 8 4-6. 8 7 (m, 1H), 6. 95 
-7. 03 (m, 3H), 7. 06 (s, 1H), 7. 44 (s. 1H), 7. 56 

(s. 1H), 7. 61 (s. 1H), 7. 63 (s, 1H), 8. 17-8. 20 

(m, 1H), 8. 46 (d, J = 5. 1Hz, 1 H) 

ft*##rffi (E S I -MS, m/z) : 4 7 4 (M'+ 1) 
CT0J4 4 : N-(5-7a^-6-^;U-2-bf'Jv;i/)-N'-(4-r(6, 
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7-y/h ^y-4-^;UJl/) ^^-2, 5-y/^7 X -;i/) ^7lyT 
4-[ (6, 7-y7^>-4- + yiJJW **x]-2, 5-v/^7^ 

U > (1 0 Omg) ££dd*;UA (1 0ml), hUX5 1 ;P7$> (1ml) {; 
®MLtz'&. y^DD^^Xi^Uch'J^^ (9 2mg) £flO;LT3 0 
#r*mU-?&WLtz. #£6-7S/-3-:/D^-2-*3Ml,tf ijy> (6 9 
mg) SriD*, Ifi-C-RHfiil.fc, SJ^ttklfilDKtt^cSK^- h 'J "y-A*ig*££ 

X—r^fciJOAfc. ffiHiLfc^OTL, S^CD{t;£#j£8 Omg. M4 8 

'H-NMR (CDCh,4 0 0MHz): 62. 18 (s, 3H), 2. 42 (s, 
3H). 2. 65 (s. 3H), 4. 06 (s, 3H), 4. 08 (s. 
3H), 6. 34 (d, J = 5. 4Hz, 1H), 6. 57 (d, J = 8. 5Hz, 
1H), 6. 98 (s, 1H), 7. 43 (s, 1H), 7. 62 (s, 1H), 7. 
70 (s, 1H), 7. 74 (d, J = 8. 5Hz, 1H), 8. 05 (s, 1H), 
8. 46 (d, J = 5. 4Hz, 1H). 11. 17 (br, 1 H) 
(ESI-MS, m/z): 5 3 7, 5 3 9 (M*+ 1) 
gUMi 5 : N — (2, 6 -y* h±>LZ 3 ~ fcf 'Jy» -N' - {4 -f (6, 
7 -y* h^->-4 -=E/'J;I0 ^-^xl-2, 5-y7f^7x-JH ^7|/7 
4-[ (6. 7-y/h*y-4- + yiJ)|/) **y]-2, 5-y^Wz 
■J> (10 Omg) £y* A (10ml), h»JX^;U7£> (1ml) tc 

v^nn^ytBtfLfchU**^ (9 2mg) £jfJO;LT3 0 
#MMTffl#Lfc. ^C3-7$/-2, 6-y* h+yt'J^> (7 Omg) 

□ □^ATttitiU ?DP#;UA0£fifcK^KUvAT8;AftLfc. »EET«<i 

Jl^jftDAfc. *ffajLfc*&fi«:»©U SW^124mg > JRSp7 9*T? 

'H — NMR (CDC lj, 400 MHz) : 6 2. 1 7 (s, 3H). 2. 2 7 (s. 
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3H), 3. 89 (s, 3H), 3. 95 (s, 3H), 4. 06 (s, 3H). 4. 
07 (s, 3H), 6. 31 (d. J = 5. 1Hz, 1H), 6. 34 (d, J = 
8. 5Hz, 1H), 6. 36 (s, 1H), 6. 74 (s, 1 H), 6. 99 (s, 
1H), 7. 44 (s, 1H), 7. 57 (s, 1H), 7. 60 (s, 1H), 8. 
20 (d, J = 8. 3Hz, 1H), 8. 46 (d, J = 5. 1Hz, 1 H) 

ftfi##rfl (ES I -MS, m/z) : 5 0 5 (M'+ 1) 
gjgffH 6 : N- (4 - [(6, 7 -y / ^>- 4 -;fry t j ;|/) - 2 , 

5->7^7i-JH -N' - h^->7i-Jl/) OUT 

4- [(6, 7-v* h + v-4- + yj;i/) ^f*^] -2, 5-v^^7- 
U> (lOOmg) A (4ml) 4-^h + ->7x 

-;K7v7±-h (60m 1 ) *360AT*jlT-*R«Lfc. MJET?£&£g 
St. f§6>ttfc3£$£^*©£nn#;i,A»;:ig#Lfc. -e-dfc^aox— t-;!'* 
flOX.* #rfcBLfci£J8£:!!R5ljttifiU ilOft^^l 1 Omg, i&^7 4%Tf# 
&. 

'H-NMR (CDC 1 4 0 0MHz) : « 2. 07 (s, 3H), 2. 26 (s, 

3H), 3. 76 (s. 3H), 4. 03 (s, 3H), 4. 08 (s,3H). 6. 

39 (d, J=6. 1Hz, 1H), 6. 80 (d, J = 9. 0Hz, 2H), 6. 

87 (s. 1H), 7. 36 (d, J = 9. 0Hz, 2H), 7. 55 (br, 1 
H). 7. 62 (s, 1H), 7. 67 (s, 1H), 7. 80 (s, 1H). 8. 

19 (br, 1H), 8. 27 (d, J = 6. 1Hz, 1 H) 
nmfttirm (ESI-MS, m/z) : 4 7 4 (M'+ 1) • 
gMMU-Liiz (4- C(6, 7->7^y-4-t/U^) -2 
-X hD7i-jl/) — N ' -7afaf;UfrU7 

4- [(6, h^'>-4- + y - 2 -X hdTX'J > < 1 

5 Omg) £?Dn*;i/A (1 Om 1 h HJ X3MU75 > ( 1 . 5ml) M 
*nD*;UAKIjg#LfcHJ*xy> (14 4mg) ^SdAT, j&Dl^jf 
8K£5#|BJLfc. &£n--7*Dfc?;P7S> (3 1mg) £JQ;LT. £bfcinf$il 
St£2l5IBJLfc. S^iKKlfiafD^ffi**^- h U^ATK^ffi^JPA^r-f 7£±£« 
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*;i/A/7-feh> (4/i) TJiMT*«>y#y;PimTh^77*-fc«fc0« 

»U «H©ffc;£to£l 6 Omg, W8 6XTj|fc. 

'H-NMR (CDC 1,, 4 0 0MHz) : d 1. 01 (t, J = 7. 5Hz, 3 
H) ,1. 5 9 - 1. 6 9 (m, 2H) ,3. 2 7 - 3. 3 4 (m. 2H), 4. 
05 (s, 3H), 4. 06 (s, 3H). 4. 95-5. 01 (br, 1H), 6. 
47 (d,J = 5. 4Hz, 1H), 7. 43-7. 51 (m, 3H), 8. 04 
(6,3 = 2. 7Hz, 1H), 8. 53 (d,J = 5, 4Hz, 1H), 8. 81 
(d,J = 9. 3Hz, 1H), 9. 7 4- 9. 7 9 (br, 1 H) 
KSSMftM (FD-MS, m/z) : 4 2 6 (M*) 
mffiM4 8 : N — (2, 4-y7MD7xIJW — N ' - {4- [(6, 7 - y 
* h^->-4-^7 -2--hQ7i-JH fr^7 

4- [(6, 7-y* h + y-4-^/U;i/) -2-- hP7-'J>(l 

0 Omg) Sr^PD^;UA (10ml), HJX3MI,7 5> (1ml) \zmBLtz 
^□D^MLfchU^^y (9 6mg) ZMtLT. iP^ilsftS: 5 
^FbI L7c 0 ^112, 4-y*7;^07-«;> (4 5mg) £JP;LT> ££tc2jpf& 
jSoft £ l % Ltc. S«lcfSfp^^7X»y- h U 7 A7K*£&£Up;L^ y V±izfc 

*)\,A/7-t h> (3/1) Tliit5ilyiJ*yj^07hi''77-f-l;J: 
9¥it§!!U M<Z)<t£!&3£8 lmg, iK$5 6%T^fco 
'H-NMR (CDC 1 3) 4 0 0MHz) : <5 4. 05 (s, 3H), 4. 06 (s, 
3H). 6. 50 (d,J = 5. 1Hz. 1H). 6. 91-6. 98 (m, 3H), 
7. 45 (s, 1H), 7. 49 (s, 1H), 7. 5 0- 7. 5 4 (m. 1H), 
7. 8 8- 7. 9 7 (m, 1H), 8. 05 (d,J = 2. 9Hz, 1H), 8. 
54 (d,J = 5. 1Hz, 1H), 8. 77 (d,J = 9. 3Hz, 1H), 9. 
9 8 (s , 1 H) 

MS^Uffl (FD-MS, m/z): 4 9 6 (M') 

9 : N- {3. 5 - ->'7 □ □ - 4 -f ( 6 , 7 - h^->- 4 
UjU) ^^->17x-JU} — N ' - (2, 4-y7MD7i^) U7 

3, 5-$>*DD-4-[ (6, 7 h + x-4 - + y»j;P) **v]7x 
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U> (5 3mg) ^ODtfJUA (5ml) fcjg#U 2, 4-y*7J^07i 

Lxf#e>tifc^$^. zuutivvk/T-thy (2/i) rjRwr*5/u*y;p 

'H-NMR (CDC 1,, 400 MHz): 64. 05 (s, 3H), 4. 09 (s, 
3H), 6. 26 (d, J = 5. 4Hz, 1H), 6. 8 6- 6. 9 3 (m. 2H), 
7. 05 (s, 1H); 7. 44 (s, 1H), 7. 46 (s, 1H), 7. 60 (s, 
2H), 7. 64 (s, 1H). 8. 01-8. 05 (m, 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

liMi (FAB-MS, m/z) : 5 2 0, 5 2 2, 5 2 4 (M'+l) 
%flSfl]5 0:N- (2, 4-y7MD7i-Jl/) -N' - (2-7;M-p-4 

7x~;i/) 

N- (2, 4->*7MD7i-M -N* - {2-7^0-4- [(7-fc 
h*D*->-6-* h^y-4- + y>j;W 7xz;H7l/7(2 Omg), 

^HfcUtfA (7mg), 3"7^bx h^-n-y^;U7> ; E-7A (2mg), N 
- ij >jfiKJfi domg) £N, N-5?*f\M*;u 

A75K (1ml) (C^L 7 OCT-MJ^ LTCo £&&K:S§Sl£K*3i;J- h 

y-;K3 o/i) TJgwr5»Bi/u*y;i/^DT h^77w-t«ko»»u, 

»ft^ft&14mg, W5 7XT#fc, 

'H-NMR (CDC 1,, 4 0 0MHz) : <5 2. 57 (t, J =4. 4Hz, 
4H), 2. 88 (m, 2H), 3. 69 (t, J = 4. 4Hz, 4H), 3. 94 
(s, 3H), 4. 26 (t, J = 5. 9Hz, 2H), 6. 43 (d, J = 5. 
1Hz, 1H), 6. 7 7 - 6. 9 5 (m, 4H), 7. 35 (s. 1H), 7. 4 
3 (s, 1H). 7. 9 6 - 8. 0 2 (m, 1H), 8. 13-8. 17 (m, 1 
H), 8. 44 (d, J = 5. 1Hz. 1 H) 
mmm5 l : N- (2-»cm-4-(f6-*h=fr'>-7- 
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b±}S) -4-*;*)M **ris) 7jl-)1) -N' - (2, 4-^7;U^D7 

N- [2-2UU- 4- [(7-t Kp+v-6-* h + y-4-+/'J;i') # 
7x~;H -N' - (2, 4-^7M07i-JW 71/7 (1 7 4mg) 
£N, N-y/fWA75 h* (9ml) \Z®mLtz&, wmtsWh (6 4 
mg), BVikThy-n-y^iVTy^-Ol* (14mg), N— (2-7on 
X^;W ^^^'J>^ig (8 6mg) ^JnAfe. 7 0CT1 7B#fS1jf#^ £ 

(2 0/1) TJS^-r^>->U*y;i/^DVh^77^ 
-KcfcDMU SH<D{t£$>£7 5mg, iK^35%Tt#fc, 

'H-NMR (CDC 1,, 4 0 0MHz) : 6 2. 6 0- 2. 6 7 (m, 4H), 
2. 95 (t, J = 6. 0Hz, 2H). 3. 71-3. 79 (m, 4H), 4. 
01 (s, 3H), 4. 33 (t, J = 6. 0Hz, 2H), 6. 50 (d, J = 
5. 1Hz, 1H), 6. 8 5 - 6. 9 7 (m, 2H), 7. 09-7. 17 (m, 
2H), 7. 2 2 - 7. 2 7 (m, 2H), 7. 42 (s, 1H), 7. 50 (s, 
1H), 7. 9 7-8. 0 1 (m. 1H), 8. 2 8 (d, J = 9. 0Hz, 1H), 
8. 51 (d, J = 5. 1Hz, 1H) 

fffi##Hi (ES I -MS, m/z) : 5 8 5. 5 8 7 (M*+ 1) 
mM&l5 2 : N— (2. 4-y7J^Q7iZ^) - N ' - (4- {[6-* b^r 
~>-7- (2-WJ/xh^y) -4-*/'j;U] -2, 5-v* 

n- (4- {[7 - (^>^;u^^» -6-y h*^-4-*/ 

-2, 5-->*^^;U7x-;P) — N' - (2, 4-y7^P7i^) -7 
(3 6 6mg) £N, N-y^fi^ATiK (6ml) \Z®mb, ymitrt 
yiSOA (3 6 6mg) £JnA, 7K^#ffl^T^T 1 BfeWbTc. 

®mZ%£LTnt>ntz®2 (2 13mg), MU7A (10 9mg), 3-7 
ffcfh7-n-7'W> : E^ 1 7A (1 2mg), N — (2-7aox5 1 ;U) 
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. t^)>mmm. (7 4mg) £N. N-y^?;^A7$H (5ml) \zi&ML 
7 orTlGfeflMfcLfc. *ffiT*«tft«*L» fcSnfc»SK:*fcJn*.*nD* 

LTf#S>tl7cg|££. ^OD^A/**/-^ (10/1) "Mt-Sily 

'H-NMR (CDC 1 4 0 0MHz) : 0 2. 17 (s, 3H), 2. 27 (s, 
3H), 2. 64 (t, J=4. 6Hz, 4H), 2. 96 (t, J = 6. 0Hz, 
2H), 3. 76 (t, J=4. 6Hz. 4H), 4. 03 (s, 3H), 4. 34 
(t, J = 6. 0Hz, 2H). 6. 31 (d,J = 5. 4Hz, 1H). 6. 4 
7 (s, 1H), 6. 81-6. 92 (m, 3H), 7. 00 (s, 1H), 7. 4 
3 (s, 1H), 7. 54 (s, 1H), 7. 58 (s, 1H), 8. 05-8. 1 
2 (m, 1H), 8. 47 (d, J = 5. 4Hz, 1 H) 

mmmi 3 : N- (4- {[6-* N*->-7- (2-WJ;ih^» - 4 
-*/'J>H/] :fr*'>} -2. 5->7^7i^) - N ' - (2-/K^->7 
x-;|/) ^7 1^7 

N- (4- {[7- (^>v;P:**^) -6-^ h + y-4-+;UJH **^} 
-2, 5 -y7f^7iz;W - N ' - (2-^h + y7i-)W (3 6 

3mg) £N, N-y^fWAJ^F (6ml) fcigtfU #BKfcA7>;;£ 
A (3 6 3mg) %m?L, rtfcgH&TMTllfeffitfLfc. fcjETJSflteS* 

®£LT#5ttfcg|£ (1 9 lmg). mWitsWL. (2 1 9rag). BVitrh 
7-n--J3-)VT> : £-VJ± (12mg), N- ( 2 - C □ UJL^)V) ^JU^'J > 
ttftJft (14 8mg) £N, N-y^fJl/*M7$H (5ml) l;:jgtfL7 0 

f»Sttfc83£, *oo#JUA/**y-;i/ (10/1) TJRWr**Ji*>'J* 
y)W b?y7 4 -izJlOHIEL* nmoitGVlZl Olmg, JK^5 5% 
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'H-NMR (CDC 1 4 0 0MHz) : 6 2. 17 (s, 3H), -2. 28 (s, 
3H), 2. 64 (t, J=4. 5Hz, 4H), 2. 96 (t, J = 5. 9Hz, 
2H). 3. 76 (t, J=4. 6Hz, 4H), 3. 83 (s, 3H), 4. 04 
(s, 3H), 4. 34 (t, J = 6. 0Hz, 2H), 6. 30 (d,J = 5. 
4Hz, 2H), 6. 8 6 -6. 9 0 (m, 1H), 6. 9 6- 7. 0 6 (m, 3 
H), 7. 16 (s. 1H), 7. 43 (s, 1H), 7. 57 (s. 1H), 7. 
59 (s, 1H), 8. 11-8. 16 (m, 1H), 8. 46 (d, J = 5. 4 
Hz, 1H) 

^#15 4:N- (2-;7PP-4- {f6 K^->- 7 - (2 - / h=fr->X 
l±2l -4-^/'JW^->} 7x~;l/) -N' - (2, 4-y7MD7 
x_;i/) frly7 

y^^XM+yH (2ml) fc#3S{fc:*- MJ £A (6 Owl 1 5 3mg) 
£210*., 6 01CT3 OMj^SItb, 4 -75 J - 3 □ □ 7i /-;UJ& 
Sktt (3 4 3mg) £fiO;t^i£Tl 0Ml$Lt ^l;y7fi^myF (2 
ml) \zmmLtz4 -9UU- 6 h + v- 7 - (2-^h + yIh^y) * 
7U> (2 5 4mg) ttAl 1 Ott-»lt. Mfc*^*.^ P P 

*;uA/7-tK> (7/3) T'mmrz>'><j*)y)i>>7n-? hif^y^-iz^om 

«U 2-^PP-4- {[(6-* h*->-7- (2-^h + yIh^y) -4 
-^yj;U]^+->} 7r:'J>^±Mi<!:t5^3 3 2mg^Ifc„ *<D 
5^8 3mg^i70DMA (5ml) fZfgfilU 2, 4-y7M07iZ^ 
<V'>7t-h (32wl) £in*T-l&MM8!tL7c. MJET?§&£g£LT 
f#£>n7c8l<*£, £PP*;i/A/7-fe h> (2/1) TJHPjT£ : s U TJ'tMI'* p 
Th^7 7^-(CckO»S!L, «^<D{b£^£5 Omgiit. 
'H-NMR (DMSO-d«, 4 0 0MHz) 6 3. 7 5 - 3. 7 7 (m, 2H), 
3. 94 (s, 3H). 4. 2 7-4. 2 9 (m, 2H), 6. 55 (d, J = 5. 
1Hz. 1H), 7. 0 4- 7. 0 9 (m, 1H), 7. 2 5 - 7. 3 6 (m, 2 
H), 7. 42 (s, 1H), 7. 50 (s, 1 H). 7. 51 (s, 1H), 8. 
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09-8. 15 (m, 1H), 8. 24 (d. J = 9. 0Hz, 1H), 8. 49 
(d, J = 5. 4Hz, 1H), 8. 82 (s, 1H), 9. 31 (s, 1 H) 
lWl)5 5 :N- (2-^DD-4- (f6 h^->- 7 - (2-* h^fyX 

7x~JU) - N ' - (2 h^->7iZJb) 

i?*?-)lX)l**ri/\i (2ml) KTMtfl^hU'y'A (60w%, 1 5 3mg) 
£iD;t, 6 0t:T3 0#jf#&^&K:U 4-7S/-3-i/D07x/-;H 
i^(3 4 3mg) ^rJP^^Tl 0M#L7c o #Kv;*^7J!.**-> K (2 
ml) MUc4-^OD-6-^h^y-7- + + + 

y'J> (2 5 4mg) £JP;il 1 OtT-WLt. £J&&t37jc£;fjn;L* o □ 

*;UA/7irh> (7/3) TJi^-r^ y'J*y;i/^ h -led; DM 

«!U 2-^DD-4- {[(6-* S=^>-7- (2 h*;yXK=^» -4 
-^y'JJ^y) 7xU>£±£j£^£irs*g£t)3 3 2mg» 
5^83mg^^oo*M (5ml) 2-^h + y7i-JKVy 

7t— h (3 5jtil) ^JD/lT-^iD^jlcttLfco MffiTi£$£@£LTf#<=>n 
fe^^^. ^□□*;i,A/ / 7-tih> (2/1) tiiitSyU^^^DTh^ 
■y-7^-f3J:0*itiiU gfi©{fc£#>£3 lmgfffc. 

'H-NMR (DMSO-d,, 4 0 0MHz) 5 3. 7 5 - 3. 7 7 (m, 2H), 
3. 90 (s, 3H). 3. 94 (s, 3H), 4. 2 7-4. 2 9 (m, 2H), 
6. 55 (d, J = 5. 1Hz, 1H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 
2 4- 7. 2 7 (m, 1H). 7. 42 (s, 1H), 7. 48 (d. J = 2. 7 
Hz, 1H), 7. 50 (s, 1H), 8. 08-8. 11 (m, 1H), 8. 18 
-8. 22 (m, 1H), 8. 49 (d. J = 5. 4Hz, 1H), 8. 99-9. 
0 3 (m, 2H) 

mmM5 6:N- (2, 4-y7MD7i^) — N ' - (4- {f6-*h 
*->-7- (2-^h^->Ih^y) -4-*/>))U}**~» -2, 3-v* 

fjl/7i-ji/) frU7 



WO 00/43366 PCT/JP00/00255 

- 81 - 

N- (4- {[7- {*>*J)\,**>>) -6-* }>^>-4-*/ U;P]:*-*->}- 
-2, 3-y^^7i-JW -N* - (2, 4-y7MD7x-JW £1/7 
(2 1 3mg) *N. N-v*5^*;UA7$ K (5ml), MJx^7 5> (1 
ml) t;:j§S?U 7j<&te/t5>^A (40mg) ZMX, 7^#ffl^T^fiT:— 
S^^-fe^-f SML£DOTfc;i/A/**/-;UT1fc&L£. M 
ETM£@£LTt#£ft£:^£ 184mgO^09Omg$N, N-v*^ 
JWI.A75 K (1. 5ml) Ki£)§?U ^fCjB^2MJ£A (3 2mgK 3£ 
it"?- V ? - n - 7^)17 y^-V k (7mg), 2 -7*DtX5 1 JW5 : JH-fJl' 
(3 2mg) SiP*. 7 0tT-tt#LL £^K&fn^7jc^- h ij £ A 
7mWL*m7i. ^nn^ATifiaiU ^op*;UA/l£&7j<gic^y*->£A 

/l) TMF?|-r5^->'J^y;i/^PT h^7 7^-{Zcfcf9*fiS{U, mM(Dlk£ 
®Z 1 1 Omgifc. 

'H-NMR (DMSO-d,, 4 0 0MHz) : 5 1. 97 (s. 3H), 2. 1 
7 (s, 3H), 3. 31 (s, 3H), 3. 70 (t, J = 4. 4Hz, 2H), 
3. 90 (s, 3H), 4. 21 (t. J=4. 4Hz, 2H), 6. 18 (d, 
J = 5. 1Hz, 1H), 6. 9 5 - 6. 9 8 (m, 2H), 7. 22-7. 31 
(m, 1H), 7. 34 (s, 1H), 7. 5.1 (s, 1H), 7. 62 (d, J = 
8. 8Hz, 1H), 8. 03-8. 10 (m. 1H), 8. 36 (d, J = 5. 
1Hz, 1H), 8. 38 (s, 1H), 8. 79 (s, 1 H) 
^jSftJ5 7 :N- (4 - (r6-^ h*->- 7 - (2 h^ylh^v) -4 
-^yUJW^y) -2. 3-y>^7i^) -N' - (2-^h4=-'>7 
x-;|/) ?U7 

N- (4- {[7- (^>->MU**v) -6-> h^'>-4-^/U;U]^+'» 
-2. 3->7^7i-;W — N ' - (2-^hty7i^) £1^7 (16 
lmg) £N, N-y/^MJS h' (4m 1 ), HJX5P;U75> (lml) 
lCigfl?U 7K^bA"7^^A (3 2mg) £JP;t. 7K^f?ffimT^i&T-M# 
Lfco SM$rt7-f H^iiiL^DD*;UA/**/-Jl/T'ft#L£ 0 MTi£ 
$£S£L-n#btl£?M 2 2 3mg©^^01 1 Omg £N, N-^*^;t/tf . 
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M7S Ml. 5m 1 ) fcjgtfU * Z.\zm&h 'J >7 A (2 3rag). 3>7rt;x 
h7-n-7f;i'7> : E-^A (5mg), (2 
3mg) ^JDA, 7 0 < CT-MJ$Lrc. EJ^fcfiftife***^ S U 2A*Jg 

$L7c 8 »EET*«SSSLT»&ft&»3<£, * □ ut^)Vh/7± V > (2/ 
£8 9mg#L 

'H-NMR (DMSO-d., 4 0 0MHz) : 5 2. 00 (s, 3H). 2. 1 
7 (s, 3H), 3. 70 (t, J=4. 2Hz, 2H), 3. 83 (s, 3H), 
3. 90 (s. 3H). 4. 22 (t, J=4. 2Hz, 2H), 6. 19 (d, 
J = 5. 1Hz. 1H), 6. 81-6. 88 (m, 2H), 6. 94-6. 97 
(m, 2H), 7. 34 (s, 1H). 7. 51 (s, 1H), 7. 58 (d, J = 
8. 8Hz, 1H), 8. 07 (d, J=8. 8Hz, 1H), 8. 36 (d, J 
= 5. 1Hz. 1H), 8. 48 (s, 1H), 8. 58 (s, 1 H) 
£ffiM5 8 : N — (2, 4-y7M07x_;i/) — N ' - (4- {[6 
f>-7- (2-/h^yXh4y-4-^;'J^] -2, 5_ z j£2Lf2k 

n- (4- ([7- ("*>vjm-*-» -6-^ h+->-4-+y u;H 

-2, 5-y^?^7x-;W -N' - (2, 4-x7^D7xZ^) -7 U-7 
(3 6 6mg) £N. N-/^fMM7$h-(6ml) \Z®ML. *Kffc/t 
7^-7^ (3 6 6mg) £fln;i, **MftTMT 1 lft«#L&. «JET^« 

*@£l*do*;ua, t^-f hiiSLfc. meet 

J8ttt£e£LT»&n&»£ (2 13rag). &Bfc#U£A (109mg), 3«7 
ftx h^-n-^J^^X^A (1 2mg). 2 --/P^X^JM^UX-x 
)l (4 0u I) £N. N-> J *5^l/*;UA7 = h* (5ml) HJS»U7 0*CT 1 

U *DP*;PAJi£figBS:fHJ2ATaj»L£. MJET?£a££®£LT*#bft 

*pp*^a/**/-;u (i o/i) vmM'tzmmi'Otiyjii? 

□ h^^-JCfcflf&gU mmvikSWZ: l 2 4mg, IR*P7 3%Tt#£„ 
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'H-NMR (CDC 1 3, 4 0 0MHz) : 62. 17 (s, 3H), 2. 2 6 (s, 
3H), 3. 49 (s,3H), 3. 90 (t, J=4. 8Hz, 2H), 4. 03 
(s,3H), 4. 34 (t, J=4. 8Hz, 2H), 6. 30 (d. J = 5. 
1Hz, 1H). 6. 57 (s, 1H), 6. 81-6. 95 (m, 3H), 7. 0 
0 (s, 1H), 7. 43 (s. 1H), 7. 55 (s, 1H), 7. 57 (s, 1 
H), 8. 05-8. 14 (m, 1H), 8. 46 (d. J = 5. 4Hz, 1 H) 

Kmftmm (ES I -MS, m/z) : 5 2 4 (M'+l) 
»ffil5 9 : N- (4 - {[6- / h^v-7- (2 -/ h*->X h^y) -4- 
:fr*v} -2. 5->7fJI/7irjW - N ' - (2-^h^y7x 

-)V) 

N- (4- {[7- (^>vJM-*-» -6-^ h*v-4-*/u;t/| 
-2, 5-y/^7x-W — N' - (2-^h + ->7i^) (3 6 

3mg) ftN, N-y^?WA7$F (6ml) fcJgflPU *lMt/t5 5>»> 
A (3 6 3mg) 7K*#H&T£i&"r 1 0feft#L;fc. MET^i^SS 

S*LT»Stt&»3 (19 1mg). ftK*»J^A (HOmg). 3^fF 
7-n -^JUT (1 2mg), 2-7otX?jWfJH-f^ (8 

Omg) SN, N->7f^A7$h' (5ml) 13117 OtTlttl* 

*, £-do*;ua/t^/-;p (10/1) TJHtsliyij^w^D? h 

'H-NMR (CDC 1 ,, 4 0 0MHz) : <5 2. 17 (s, 3H), 2. 28 (s, 
3H). 3. 49 (s, 3H), 3. 83 (s, 3H), 3. 90 (t, J=4. 8 
Hz, 2H), 4. 04 (s. 3H). 4. 35 (t, J=4. 9Hz, 2H), 6. 
30 (d,J = 5. 4Hz, 1H), 6. 33 (s, 1H). 6. 86-6. 90 
(m, 1H), 6. 9 6 - 7. 0 6 (m, 3H), 7. 17 (s, 1H), 7. 43 
(s, 1H), 7. 56 (s, 1H), 7. 58 (s, 1H). 8. 12-8. 17 
(m, 1H), 8. 45 (d, J = 5. 1Hz, 1 H) 
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K«#«ftt (ES I -MS, m/z) : 5 18 (M'+ 1) 

HMffi] 6 0 : N - (4- (f7- (l^Mjy) - 6 - * b*~>- 4-*/ 

Ujkljlz] -2, 3-y^fJP7xZJ|/) - N ' - (2 h^-/7x-Jl/) 

4- {[7- (^>>>;m-*'» -6-* b*'>-4-*y u -2, 

3-5?/5 t ;P7=U> (2 6 Omg) £N, N-5?^f;WlrA75 K (5m 1) 
2->h + y7iZJKyx7t-h (116mg) £J0;LTS 

g£LT&£ftfcggS£. 9uwfc)VI±/T±Y> (2/1) TJIUfJT&Mv' 
i) ft ffrt a-? h?77 <omML, £g©{b£tt*l 6 9mg, M4 

7 %Tt#feo 

'H-NMR (DMSO-d., 4 0 0MHz) : <5 1 . 99 (s , 3H), 2. 0 
2 (s, 3H), 3. 83 (s% 3H), 3. 90 (s,3H). 5. 25 (s, 2 
H), 6. 18 (d. J = 5. 3Hz. 1H), 6. 81-6. 87 (m. 2H), 
6. 95 (d, J = 6. 1Hz, 1H), 7. 2 9 - 7. 5 9 (m, 7H), 8. 
07 (d, J=6. 1Hz, 1H), 8. 35 (d, J = 5. 3Hz, 1H), 8. 
4 8 (s, 1 H), 8. 5 8 (s, 1 H) 

mMM6 1 :N-{2-?ao-4-[(6, b*is- 4 -4^/ 'J -M 

*±jS\ -N' - (2, 4-y7MD7i-iH frU7 

2-V-OD-4- [ (6i 7 - h ^ y - 4 - + 1 7 U ^JW ->] 7 - U 
> (214mg) fc^nntf^A (5ml) Cigfl?Lfc&. 2. 4-v7;i/*D 
7i-HVy7t-h (18 0m 1) SJ0AT7 0'CT4P#raS^Lfc. 

g> IR^4 6 %Tf#feo 

'H-NMR (DMSO-d., 4 0 0MHz) : 6 3. 9 8 (s, 3H), 3. 
99 (s, 3H), 7. 03-7. 10 (m, 1H), 7. 2 8 - 7. 3 7 (m, 
2H). 7. 40 (s.lH). 7. 56 (s, 2H), 8. 08-8. 21 (m, 
2H). 8. 57 (s, 1H), 8. 80 (s, 1H), 9. 30 (s. 1 H) 
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Mfttiim (ES I -MS, m/z) : 4 8 7, 4 8 9 (M* + 1) 
MMm6 2 :N-{2-^aD-4-r(6, 7 h 4 ~^l/'J 

2-/7DD-4- [(6, 7 -v* h*^-4-+^-»/U-JW 7~ 'J 

> (5. 1 3 g) ££OD7fc;PA (10 0ml). hUX3MU7S> (50ml) 
fcJS#Lfc?£. ^□□tJnJUA (3ml) t;g»l/fc h U*xy> (4. 5 9 g) 
£2J0;iT3 0#fyjJft#Lfc. ^(Cn-7°Plf;i/7 5> (2. 7 4 g) £iDAT. 

&B*LT»&n&»3£. 7DD*;UA/^^y-;i/ (50/1) rmfflTZ 
6 4%Tf#£. 

'H-NMR (DMSO-ds, 400 MHz). -50. 91 (t, J = 7. 3Hz, 
3H), 1. 4 1-1. 5 3 (ra, 2H), 3. 0 5-3. 1 2 (m, 2H), 3. 
97 (s, 3H), 3. 99 (s, 3H), 6. 99 (t, J = 5. 4Hz, 1H), 
7. 22 (dd, J = 2. 7Hz, 9. 0Hz. 1H), 7. 38 (s, 1H), 
7. 46 (d, J = 2. 9Hz, 1H), 7. 54 (s. 1H), 8. 04. (s. 
1H), 8. 20 (d, J=9. 3Hz, 1H), 8. 55 (s, 1 H) 
mmfttirm (ESI-MS, m/z):417 (M'+ 1) 

^Mfl)6 3:N- (4-f (6, ^y-4-WJ^I/) ^^->17 

x~JI/} — N' -X^U-7^7 
4- [(6, 7-v* h + ^-4- + ±y'J-;i/) 7— U > ( 5 Omg) 

£^DD*;PA (3ml), h»JX3Ml,7S> (0. 2ml) CSHtftft. 

n*;UAK:jgfi?LfcbU*xy*>(5 Omg) £Jta;LT^i&T3 O^MflMfLfc. 

wzxj-frT $>mmm. (6 9mg) %mz.T, a£CMT-ift*#Ljfc. s 

* * y -JU£iDA, 7 □ □ 37 / -;ut?ss-T ^hplcic: «t 0 tit 

SIU gS©fttttSl0mg. iR^16%T^/i. 

'H-NMR (DMSO-d., 400 MHz): (51. 07 (t, J = 7. 3H 
z, 3H), 3. 11-3. 1 4 (m. 2H), 3. 9 7 (s, 3H). 3. 9 9 (s, 
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3H), 6. 10 (t, J = 5. 4Hz, 1H), 7. 14 (d, J = 9. 0Hz, 
2H), 7. 37 (s, 1H), 7. 46 (d. J = 9. 0Hz, 2H), 7. 55 
(s, 1H), 8. 49 (br, 1H), 8. 53 (s, 1 H) 
Kg##fffi (ES I -MS, m/z) : 3 6 9 (M + + 1) 

HMffij6 4 :N- {4-r (6, 7-^h4 i i/-4-WJz;i/) *±21Z 

x~;u} -n' -7ne;Ufri/7 
4- [(6, 7-x* K + '>-4-^yj-;U) Pj-^x] 7-UX5 Omg) 

$i?DO*M (3ml), HJX3^75>(0. 2ml) fc»»l/ftft, 

□ sM^AKiaMSLfc h >)*7>y>(5 Omg) *JPATWT3 Ofl-fflJft#Lfc. 

fr\z7u\d)l,72.> (21/il) £}J0;tT. $ <b> tC£»T-tt«# Lfc. 

Id^^y-^^JPA, ^PD^A/^y-^TJI^TSHPLCK^OttglU 

*H©<k^ttSr3 Omg, «4 7%Tf#fc. 

'H-NMR (DMSO-da, 4 0 0MHz) : <5 0. 8 9 ( t, J = 7. 6H 
z. 3H), 1. 4 1-1. 5 0 (m, 2H), 3. 0 4- 3. 0 8 (m. 2H). 
3. 97 (s, 3H), 3. 99 (s. 3H), 6. 15 (t, J = 5. 9Hz, 
1H), 7. 15 (d, J=8. 8Hz, 2H), 7. 37 (s. 1H), 7. 46 
(d, J = 9. 0Hz, 2H), 7. 55 (s, 1H). 8. 48 (br, 1H), 
8. 5 3 (s , 1 H) 

mmfttiim (ES I -MS, m/z) : 3 8 3 (M*+ 1) 
^jggH6 5 : N-^^P-N' ~ {4-f (6, 7 - is* h^i/- 4 -^V'J X 

;u) £*±iz*.E2k] ^^7 

4- [(6, 7-->** h*5/-4-*^/«Ji:;W t+y] 7l'J>(5 0mg) 
$^dojJ%;UA (3ml). MJx^;U75> (0. 2ml) fcigfi¥Lfc&. 
□ ^Jl/AlCig^Lfc h U^y>(5 Omg) SiOATlj&T3 O^fWLL 
^(C^;U75> (2 2m 1) £ftl*.T. ^CMT-Wltfl/fc. Rfomz 

^pn^A/^^y-;i/Tsra-rsHPLct«fco»is!L, 

S®Ofk^*2 9mg. JK^4 3%Tf#feo 

'H-NMR (DMSO-de, 4 0 0MHz) : 5 0. 9 1 (t, J = 7. 3H 
z, 3H), 1. 2 8 - 1. 4 7 (m, 4H), 3. 07-3. 12 (m. 2H), 
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3. 97 (s, 3H), 3. 99 (s, 3H), 6. 12 (t, J = 5. 6Hz, 
1H), 7. 15 (d, J = 8. 8Hz, 2H). 7. 37 (s, 1H), 7. 46 
(d, J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 47 (br, 1H), 
8. 5 3 (s, 1H) 

K*##rtt (ES I -MS, m/z) : 3 9 7 (M + + 1) 
SWJ6 6 :N- {4-f (6, 7 - h^->- 4 U =.)U) j-*js\7 
x-Jl/} — n' -^>^^U-7 
4- [(6, 7-v* h + ->-4-+±V'J-;U) 7-UX5 Omg) 

A (3ml), h'Jx^;U7=> (0. 2ml) £n 
D*;PAK:$#LfcHJ**y>(5 Omg) £»ATMT3 0#|HJ«fl!Lfc. 
^(C75;P7^> (26m 1) ^UPAT. SSdjaT-ftSWl/fc, SrtJJKt 
* * y -;H£;bnA» £ □ D*;PA/y * y -;HrM^f-5HPLCfc=b DffiSS! U 

'H-NMR (DMSO-da, 400 MHz): 60. 8 9 (t, J = 7. 1H 
z, 3H). 1. 2 7- 1. 4 7 (m, 4H). 1. 41-1. 48 (m, 2H), 
3. 06-3. 11 (m, 2H), 3. 97 (s, 3H), 3. 99 (s. 3H), 

6. 13 (t, J = 5. 6Hz, 1H), 7. 15 (d, J = 9. 0Hz, 2H), 

7. 37 (s, 1H), 7. 46 (d, J = 8. 8Hz, 2H), 7. 55 (s, 
1H), 8. 4 7 (b r, 1H), 8. 5 3 (s, 1 H) 

ll^tffi (ESI-MS, m/z):411 (M + +l) 
^MffiJ6 7 : N— (sec~7»|/) — N' - {4-f (6, 7-y7h^y-4- 
^^-yj-;|/) ^^->17x-;t/} ^1/7 

4- [(6, 7-x* S + x-4-+^yj-;U) 7-UX5 Omg) 

$£dd#;UA (3ml), MJx^U75> (0. 2ml) fc»«PLfc&, 
□ *^A(C^?L£ MJ*7.y>(5 Omg) ^JPATSigT 3 0#IWS#Lfc. 
#K:sec-7^;i/7 5> (23/i 1) SriPAT, S^CifiT-^Lfc. 

* / -J^tQX. i7 □ A/* * 7 -;i/TSBBT -5HPLCJC «fc D Hfi 
U SgCMf 3 3mg. W4 9%Tffc. 

'H-NMR (DMSO-de, 4 0 0MHz) : (5 0. 88 (t, J = 7. 3H 
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z, 3H), 1. 08 (d. J = 6. 6Hz, 3H), 1. 4 0- 1. 4 7 (m. 
2H), 3. 5 8- 3. 6 4 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 5. 98 (t, J=8. 1Hz, 1H), 7. 15 (d, J = 9. 0Hz, 
2H), 7. 37 (s, 1H), 7. 46 (d, J = 9. OHz, 2H), 7. 55 
(s, 1H), 8. 3 8 (s, 1H), 8. 5 3 (s, 1 H) 
SIS##fffi (ESI-MS, ra/z): 3 9 7 (M + + 1) 
1WRI6 8 :N-7'J;i/-N' - (4-r (6, 7 - : J* v- 4 U - 

4- [(6, 7-^y b*->-4 -*-^/'Jx;i/) 7-UX5 Omg) 

£^cm*;L,A (3ml), h'JxWi> (0. 2ml) \Zf§BLfZ'&, ? □ 
□ *MI:giLfch>J^y>(5 Omg) £Sn>LT^T3 0 #P B 1jf # Lfc, 
^H7'J;U75>^^ (3 1mg) £iJD*.T. ^ b (I^igT-^ift^Lfe. £ 
Jc^tcy * y Jq;^ ^ □ □ *;UA/y ^ y -JUTJU^TShplcKcJ; 0 » 
SHU iI©ffc^M2 1mg, 4X^3 3 %Tl#£c 

'H-NMR (DMSO-d S) 4 0 0 MH z ) : 3 . 7 3 - 3 . 7 6 (m. 2 H) , 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 07-5. 21 (m, 2H), 
5. 8 4 - 5. 9 2 (m, 1H), 6. 28 (t, J = 5. 6Hz, 1H). 7. 
16 (d, J=9. OHz, 2H), 7. 38 (s, 1H), 7. 47 (d, J = 
9. OHz, 2H). 7. 55 (s. 1H), 8. 53 (s, 1H), 8. 59 (s, 
1H) 

Mfi##rM (ESI-MS, m/z) : 381 (M + + 1) 
§WiJ6 9 :N- {4-f (6, 7-y7h^->-4-WiJ-J|.) 
x~;H — N* - (2-yPbf-JI,) ^1/7 

4- [(6, h + x-4- + ^-yiJ-;U) 7^U>(5 Omg) 

ZZna-fcJIA (3ml). h'Jx5 1 ;i/75> (0. 2rrrl) lz®MLtz'&. 2 u 
oMAICigjlLfchU^yxSOmg) £*n;LT^i£T' 3 0#M#L£„ 
*f:7'DW^75>M (3lmg) £DnAT. $b^^igT-M^L 

ctDm^L. ^H<7){fc£#)£2 6mg, 1K324 1 %TWco 'H-NMR (DM S 
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O-de, 4 0 0MHz) : 3. 11-3. 12 (m, 1H), 3. 89-3. 9 
0 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 49 (t, J 
= 5. 9Hz, 1H). 7. 17 (d, J = 9. 0Hz, 2H), 7. 38 (s, 
1H), 7. 48 (d, J = 8. 8Hz, 2H), 7. 55 (s, 1H), 8. 53 
(s, 1H), 8. 68 (s, 1 H) 
Smfttfrm (ES I -MS, m/z) : 3 7 9 (M + + 1) 
mmm7 0 :N~ (2, 4-y7Mn^/yJP) -N' - {4-f (6. 7 - y 

4- [(6, 7 -v* h**>-4-^«/U=;W 7~'J>(5 Omg) 

£;7od*;I/A (3ml), HJx3\fc75> (0. 2ml) 
□ *JUAK:i8#LfcM.J**y>(5 Omg) £iD;LT^gT3 0#IKHft#Lfc e 
#K2, 4-y7MD^>y^7S>(22/!l) £AQ;tT, SSfcMT- 

HPLC£«J:0»§i!U «jS©{fc£#i£3 2mg, 

'H-NMR (DMSO-d,, 400MHz):3. 97 (s, 3H), 3. 98 
(s, 3H). 4. 3 2-4. 3 3 (m, 2H), 6. 66 (t, J = 5. 9Hz, 
1H). 7. 06-7. 10 (m, 1H), 7. 16 (d, J = 8. 8Hz, 2H), 
7. 19-7. 2 4 (m, 1H), 7. 3 7 (s, 1 H), 7. 4 0 - 7. 4 4 (m, 
1H), 7. 48 (d, J = 9. 0Hz, 2H), 7. 55 (s. lH). 8. 52 
(s, 1H), 8. 6 9 (s, 1H) 
nmfttirm (ES I -MS. m/z) : 4 6 7 (M + + 1) 

1 : n- (4-f (6, 7-y^h^y-4-^yj-^) ^*->17 

x~;U} -N' - (2 -blU^JM^U) ^1/7 
4- [(6, h + ->-4-+^>/'J-;i/) 7-IJX5 Omg) 

^^ DD *^ (3ml), h'JX5 1 ;U7$> (0. 2ml) \Z®MLfc'&. 2 □ 

□ *JUAK?g#?L£ HJ**y>(5 Omg) SriOATgiST 3 0#|HMft#L/fc. 

^(32, 4-y7MD^>y*;|/7$> (31/* 1) ^JDAT, 
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'H-NMR (DMSO-ds, 4 0 0MHz) : 3. 42 (s, 2H), 3. 98 
(s. 3H), 3. 99 (s, 3H), 7. 16-7. 19 (m, 2H). 7. 22 

-7. 27 (m, 3H), 7. 38 (s, 1H), 7. 57 (s, 1H), 7. 67 
(d. J = 8. 8Hz, 2H), 7. 8 8 - 7. 9 2 (m, 1H), 8. 46-8. 

4 8 (m, 1H), 8. 5 4 (s, 1H), 8. 8 7 (s, 1H), 12. 19 (s, 

1H) 

(FD-MS, m/z) : 4 3 1 (M + ) 
»fll7 2:N- (2, 4-v7JM-D:7x-;i0 -N' - {4-f(6, 7-y 
;* h*i'-4 -*-rW-)V) t^->17x-jl/} frU7 

4- [(6, ,7->7 h*->-4-^/'J=;W 7-UX5 Omg) 

£^OP*JUA (3ml) fcfcflLfcft, 2, 4-/7Mn7irMVy7 
±- h (24/zl) *JPAT-lftlP«ai«Lfc. VftUL^M&m, 
I|CDfb^tl^:5 5mg, iK^7 2%T?#7c 

'H-NMR (DMSO-ds, 4 0 0MHz) : 3. 9 8 (s, 3H), 3. 9 9 
(s, 3H), 7. 0 4- 7. 0 8 (m, 2H). 7. 24 (d, J = 8. 8Hz, 
2H), 7. 2 9 - 7. 3 5 (m. 1H). 7. 38 (s, 1H). 7. 54 (d, 
J = 9. 0Hz, 2H), 7. 56 (s, 1 H), 8. 06-8. 14 (m. 1H), 
8. 5 1-8. 5 4 (m, 1H), 8. 5 4 (s, 1 H), 9. 11-9. 1 2 (m, 
1H) 

ft*##TM (ES I - MS, m/z) : 4 5 3 (M + + 1) 

^»J7 3:N- {4-r (6, 7 -y^ ^i/-4- WJ^I/) **->i:7 

x_;|/} — N' - (4-7J^D7xZjl/) i?l/7 

4- [(6. 7-v* h + x-4-^^-yj-;U) 7~ U > ( 5 Omg) 

£^DD*,lUA (3ml) \Z®mLfz'&. p-7MD7i-HVy7t- h 
(23m 1) *iPAT-l»JP«iai«Lfc. fcfomz** 9 an* 

'H-NMR (DMSO-ds, 4 0 0MHz) : 3. 9 8 (s, 3H), 3. 9 9 
(s, 3H), 7. 11-7. 1 5 (m, 2H), 7. 22 (d, J = 8. 8Hz, 
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2H), 7. 38 (s, 1H), 7. 4 6 - 7. 5 0 (m, 2H), 7. 54 (d, 
J = 9. 0Hz. 2H). 7. 56 (s, 1H), 8. 54 (s, 1H), 8. 72 
(s, 1H), 8. 75 (s, 1H) 

Ma-flfffl (E S I -MS, m/z) : 4 3 5 (M + + 1) 

mmM7 4 :N- (4-r (6, 7-^h4 1 '>-4-WJrj|/) *±kXZ 

x-Jl/) — n' - (2-^fJl/7i-J[/) frU7 
4- [(6, 7 h + S>-4-*^r/U-;W 7-UX5 Omg) 

£^no*;l/A (3ml) \ZfeffiL1t'&, o-NKMVyJt-h (25 m 

^ y-jirmmr^HPLaz^ommb, »ii®fc£tt*3 omg, jr*4ix 

'H-NMR (DMSO-de, 4 0 0MHz): 2. 26 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3.H), 6. 9 3 - 6. 9 8 (m, 1H), 7. 13 
-7. 19 (m, 2H), 7. 22 (d, J = 8. 8Hz, 2H), 7. 38 (s, 
1H), 7. 5 4 - 7. 5 6 (m, 3H), 7. 8 3 - 7. 8 6 (m, 1H), 7. 
93 (s, 1H), 8. 54 (s, 1H), 9. 10-9. 11 (m, 1 H) 
SEtftfHI (E S I - MS, m/z) : 4 3 1 (M + + 1) 
»ffJ7 5:N- (4-r (6, 7 -y* h*->- 4 -=fr±'/'J HJI/) jf* ^17 
x~;H — N* - (2-^h4->7xZJ|/) 
4- [(6, 7 -yj* h*2/-4-*^/U=;W 7-UX50mg) 
(3ml) (cigfiPLAc^ 2 -* h**>7x-;K V ->7^- h 

;UA/^^y-;PTJRHjr*HPLClC«kO««L. mm<D<t&®&3 4mg, JR 

5 

'H-NMR (DMSO-d., 4 0 0MHz) : 3. 89 (s, 3H), 3. 98 
(s, 3H), 3. 9 9 (s, 3H). 6. 8 9 - 7. 0 5 (m, 3H), 7. 22 
(d, J = 8. 8Hz, 2H), 7. 38 (s, 1H), 7. 54 (d, J = 8. 
8Hz, 2H), 7. 56 (s, 1H). 8. 13-8. 15 (m, 1 H), 8. 2 
3-8. 24 (m, 1H), 8. 54 (s. 1H), 9. 40-9. 41 (m, 1 




WO 00/43366 PCT/JPOO/00255 

- 92 - 

H) 

nmftVim (ES I -MS, m/z) : 44 7 (M + + 1) 

^MffJ7 6 :N- { 2 4 -f (6, 7 - 2* 4 -^^7U - 

)V) ^-^'>i7x-;i/} — n' -x^;i/^U7 

2-ZUU-4- [(6, 7->>* h^v-4-^^-y'J-;i/) 7X'J 
> (2 0 0rag)'$^DPMA (5ml), HJX9MU7S> (1ml) 
L7cl£, £DD*;i/AtCig$L/r MJ*7.^> (17 9mg) ^DATiST3 
Ot^WLTc. &K:X5M,7 5>i&$^ (2 4 6mg) £Jp*.T> 
T~M# L7c. EJfiifcKfiSfH&KzK*;*- h U £ Azkigacfciraa.* □ d#;uat 
JfltfJU *nn*;UAl£&7X8!Ell:f MJ£AT%&L;fc. «JETiSI&£S£L 
T»6nfc«$*^DD*;i'A/^^/-;i/TJSiB"r5HPLClC«J;»5*lfilL. 3 
m<Dit£>®Z 1 5 9mg> iR$6 5*T?f»fc. 

'H-NMR (DMSO-ds, 400MHz):<51. 08 (t, J = 7. 1H 
z, 3H), 3. 11-3. 1 6 (m, 2H), 3. 9 7 (s. 3H), 3. 9 9 (s, 
3H), 6. 96 (t, J = 5. 6Hz, 1H), 7. 23 (dd, J = 2. 7H 
z, 9. 0Hz, 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2. 7Hz, 
1H), 7. 55 (s. 1H), 8. 02 (s, 1H), 8. 20 (d, J = 9. 3 
Hz, 1H), 8. 5 6 (s. 1H) 
nmtttm (ES I -MS, m/z) : 4 0 3 (M + + 1) 

7 : N-7'^;t/-N' - ( 2 - £ □ □ - 4 -f ( 6 , 7 - y* h^y - 4 

2 -/7p 0 _4_ [( 6> 7-y^h^y-4-+t7 l JZ)W 7X'J 
> (50mg) ££an*;UA (5ml), HJX3^7$> (1ml) (ci$fi?L 
^□□^;UAtC?§^L/hh'J^Xy> (4 5mg) £Jn;LTgifiT3 0# 
fWLt. ^(C7'^;i'75> (22m 1) &fiP;LT. £ £ iC^fST 3 0 ftffl L 

fc. s^tcea?PMSS7K*^-h'j^A7K?s^^ip^^DP*;i/ATtttaL, 
$ $ /7 □ □ *;ua/* ^ y - jpt® wr sHPLcfc «fc o^ii, mm<o<t&%)* 

3 Orag. «4 6 %Tf#£. 
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'H-NMR (DMSO-cU, 4 0 0MHz) : 60. 91 (t, J = 7. 3H 
z, 3H), 1. 3 1-1. 4 6 (m, 4H), 3. 0 9-3. 14 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 96 (t, J = 5. 6Hz, 
1H), 7. 23 (dd, J = 2. 7Hz, 9. 0Hz, 1H). 7. 39 (s. 
1H), 7. 47 (d, J = 2. 7Hz, 1H), 7. 55 (s, 1H), 8. 03 
(s, 1H). 8. 20 (d. J = 9. 0Hz, 1H). 8. 56 (s, 1 H) 
liMI (ESI-MS, m/z):43 1 (M^l) 
^SffiJ7 8 : N- {2-^Dn-4-f (6, 7-?* h^->- 4 -=fr^/»J n 
t^-/17x-JH — N' -^>^;UfrU-7 
2-/7 DD _4_[( 6> K^v-4-^^-VU-^) r**^] 7~>J 

> (50mg) Sr^PPtfUl'A (5ml), h'JX^75> (1ml) ICjgflPL 
*PP*;UA[C*g#L£HJ*;*y> (4 5mg) ^Til"C3 0» 
Mft^Lfc. &K:7 5;i/7S> (2 6/xl) £*n;tT, *6k:MT3 0»ML 

$ & ^7 DD^A/^ * y -^TSM-tSHPLCKck 0 MS U SffiCDft^* 
33mg, iK$4 9*Tf#&. 

'H-NMR (DMSO-d., 4 0 0MHz) : 5 0. 90 (t, J = 7. 1H 
z, 3H), 1. 2 4- 1. 3 4 (m, 4H), 1. 4 3- 1. 4 8 (m, 2H). 
3. 08-3. 14 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H). 

6. 97 (t. J = 5. 1Hz, 1H), 7. 23 (dd, 3 = 2. 7Hz, 9. 
0Hz. 1H). 7. 39 (s, 1H). 7. 47 (d, J = 2. 8Hz, 1H), 

7. 55 (s, 1H), 8. 03 (s, 1H), 8. 20 (d, J = 9. 0Hz, 
1H), 8. 5 6 (s, 1H) 

Sfi#lffM (E S I -MS. m/z) : 44 5 (M + + 1) 

^MffJ7 9:N- (sec- 75^) ~N' - { 2 - g P P - 4 -f ( 6 , 7-y/ 

K^->-4-^-^-'/'J-;U) ^-^'>17x-)U} frt^7 

2-^PP-4 - [(6, 7-v/ h + v-4-+^- 4 /'JnJU) 7n»J 
> (5 Omg) £^pp*)UA (5ml). h'jx^7 5> (1ml) fCjgfifL 
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tzm. 2nn*)l,Alz®mLtzbi)Xzy> (4 5mg) SMTlfiT3 0» 
mm&Ltzo 'A\Zscc-f^)l7Z> (23m 1) fciDAT, $6l:SilT3 0 
#Pi3L;fc.KJS8fcfcfiSft&K**:J- h 'J £A7Kig&£iDA* □ A TjfcHiU 

^34mg, «5 2%Tf#/i. 

'H-NMR (DMSO-di, 4 0 0 MHz) : 6 0. 89 (t, J = 7. 6H 
z, 3H). 1. 09 (d, J = 6. 6Hz, 3H), 1. 4 3- 1. 4 6 (m, 
2H), 3. 5 8 - 3. 6 6 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 6. 88 (d, J = 7. 6Hz, 1H), 7. 22 (dd, J = 2. 4H 
z, 9. 3Hz, 1H), 7. 39 (s, 1 H). 7. 47 (d, J = 2. 7Hz, 
1H). 7. 55 (s. 1H), 7. 98 (s, 1H), 8. 23 (d, J = 9. 0 

Hz, 1H), 8. 5 5 - 8. 5 6 (m, 1 H) 

Kft#Wffi (ESI -MS, m/z) : 4 3 1 (M + + 1) 

^MM8_0 :N-7U;U-N' - ( 2 -fr □□- 4 -f (6, 7-S?*h=ES/-4 

z±±VLL^Jk) ^^f>i7x-;u} fri^7 

> (5 Omg) nnft)l, A (5ml), hUxf)|/75> (1ml) (ciS»L 
^□□^;UAtC^Lfe h 'J^7.y> (4 5mg) ftHPAT*jlT3 0» 
&K7U;U75>J£K& (2 1rag) £iHla.T. 4 0 

^oo^AS*«S*fi6BI±h 'JtfATffcj&Lfc. «mT8§M«£e£LT&S*l 

fcs$&i7Da^;i/A/^^y-ji/Tjg^-rsHPLc{Ccto»g{L. mmvxts 

$!^45rag, »7 2%T#£. 

'H-NMR (DMSO-d., 400 MHz): 3. 76-3. 79 (m, 2H). 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 10-5. 24 (m. 2H). 
5. 8 5 - 5. 9 4 (m, 1H), 7. 11 (t, J = 5. 4Hz, 1H). 7. 
24 (dd, J=2. 7Hz, 9. 0Hz. 1H). 7. 39 (s, l.H), 7. 
49 (d, J = 2. 7Hz, 1H), 7. 55 (s, 1 H). 8. 14 (s, 1H), 
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8. 19 (d, J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 

SS^*tM (ES I -MS, m/z) : 4 1 5 (M + + 1) 

jy&M8 1 : N- { 2 -f (6, h^v- 4 X 

;io ^yi7x-jH -n' - (2--/ae-;^) »U7 

2-/7PP-4- [ (6> 7-y^h + y-4-+t , /U-;W 7-U 
> (5 Omg) &9uu*)Vk (5ml). h'JX5 1 ;U75> (1ml) \zmffiL 
tz&, 2an*)l&\z®Mlsfchi)*Z?> (4 5mg) ^Mt^igT3 0» 

mmftbtz. *\z-7urt)v*)\,7^»m.& (2i mg ) zimxx. ^cis 
i 

'H-NMR (DMSO-de, 4 0 0MHz) : 3. 16-3. 1 7 (m, 1H), 
3. 9 3 - 3. 9 5 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H). 
7. 25 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 30 (t, J = 5. 
6Hz, 1H), 7. 39 (s, 1H), 7. 50 (d, J = 2. 7Hz, 1H), 
7. 55 (s, 1H), 8. 16 (d, J = 9. 3Hz, 1H), 8. 18 (s. 
1H). 8. 5 6 (s. 1H) 

fta##rfi (ES I - MS, m/z) : 4 1 3 (M + + 1) 

^]gSffiJ8 2:N-(2-^aD-4-f(6, 1 - V* h*is-4 -^t7'J- 

;u) ^yi7xr;i/) -n' - (2, 4-^7^^-a^>^;u) fri/7 

2 -/7PP-4 _ [(6> 7-y7h^y-4-^t l / l J^) 7— U 

> (5 Omg) A (5ml), HJX^;P75> (1ml) [CigfllL 

7c&. ^□n*^A{Ci£fl?L£ hU*xy> (4 5mg) ^UP^T^jgT' 3 0 % 
MWLfz. Wz2, 4-y7MD^>y;i/7$> (22/il) $:iP^.T, £ 
^>(C^-C3 O^^L/i.^mLfe^^M, ^LIl©M^4 8mg, 
)K$6 4%t#fc, 

'H-NMR (DMSO-d«, 4 0 OMH z) : 3. 9 7 (s, 3H), 3. 9 9 
(s, 3H), 4. 3 3 -4. 3 6 (m. 2H), 7. 08-7. 12 (m. 1H), 
7. 2 2 - 7. 2 8 (m, 2H). 7. 39 (s, 1H), 7. 4 2 - 7. 4 6 (m, 
1H). 7. 49 (d, J = 2. 7Hz, 1H), 7. 54 (s, 1H), 8. 18 
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-8.2 0 (m, 2H), 8. 5 6 (s, 1 H) 

(ESI-MS, m/z): 50 1 (M + +l) 
^6&ffiJ83 : N- {2-^DD-4-f (6, 7 - zs * S^->- 4 -^V'J ~ 
^-^->17x-J^} -N' ~ (2 -bf UyJMf^) frU7 
2 -£PP-4- [(6, 7-vpt N^v-4-+±yj^;U) 7~ U 

> (50mg) $:^PP/Js;UA (5ml), h'JlWiXlml) 
fcfg, ^PP*;UAfCi£^Lfc h 'J*xy> (4 5mg) £jJP;LT^ST 3 0 # 
F*m#L£o &\Z2- (*T)\,7*/) fcT'Jv> (19/il) £*D;LT, Z<b\Z 
60^T 1 MJg#L/i 0 S^(CtS?Pj^^7K^± h U ^7A7K^^iDA^ Pn^ 

g£ LTi# e>*lfc£a DD*M/^ ? y -;UTJ1II1--5HPLC(C J; 0*1^ 
U %m<Dik£®}$: 2 6mg, W3 7%Tf#£o 

'H-NMR (CDC la, 4 0 0MHz) : 3. 51 (s, 2H). 4. 07 (s, 

3H), 4. 07 (s, 3H). 7. 03-7. 10 (m, 2H), 7. 19 (dd, 

J = 2. 7Hz, 9. 0Hz, 1H), 7. 35 (s, 1H). 7. 36 (d, J 

= 2. 7Hz, 1H), 7. 54 (s, 1H). 7. 76-7. 81 (m, 1H), 

8. 3 8 - 8. 4 3 (m, 1H), 8. 56 (d, J = 9. 0Hz, 1H), 8. 

64 (s, 1H), 13. 53 (s, 1H) 

f?S##rfil (E S I -MS, m/z) : 4 6 6 (M + + 1) 

^SSffJ85 : N- {2-?PP-4-f (6, ^y-4-^t7'J- 

)V) j-3r'>]y -N' - (4-7MD71ZJI) frU7 

2-^PP-4- [(6. 7-->** f.^v-4 -^^yij-;^ 7-1J 
> (5 0mg) J^dd*M (5ml) p-7)l/t07i-^ 
<Vx7±-h (2U1) £*0;iT6 0STl!$F B 1if#L£. #f{iJ 

ft#U SH<Dfl:£$|£5 7mg, JR^ 8 1 %Tf#fc. 
'H-NMR (DMSO-dfi, 4 0 0MHz) : 3. 9 8 (s, 3H), 3. 9 9 
(s, 3H). 7. 13-7. 1 7 (m, 2H), 7. 3 0 (dd. 5 = 2. 4H 
z, 8. 8Hz, 1H), 7. 40 (s, 1H). 7. 48-7. 51 (m, 2H), 
7. 5 5 - 7. 5 6 (m, 2H), 8. 21 (d, J = 9. 0Hz, 1H), 8. 
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3 1 (s. 1H), 8. 5 7 (s, 1H) 
MMftVrM (ESI-MS, m/z): 4 6 9 (M + + 1) 
• ^fl£#J8 6 :N- {2-^DD-4-f (6, 7 -is* h^f>- 4 -^yj ~ 
;U) ^-^->17x-;U} -N' - (2-^h^y7x-J^) 1x7 

2-/7p a _ 4 _ [ (6> h^v-4-=^^y'J-;U) 7-U 

> (5 0mg) .££cm*;kk (5ml) «$L£^> 2-*h*v7x~;P 
fV->7^-- h (24/il) £iP;LT6 OgT 1 B#F^»L7c. KBmz*? J 

it&WZ 3 9 m g . W.m 5 4 

'H-NMR (DMSO-ds, 4 0 0MHz) : 3. 9 0 (s , 3H), 3. 9 8 
(s, 3H), 3. 99 (s, 3H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 29 
(dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 40 (s, 1H), 7. 54 
(d, J = 2. 7Hz, 1H). 7. 56 (s, 1 H). 8. 09-8. 16 (m, 

2H), 8. 58 (s, 1H), 8. 9 6- 9. 0 2 (m. 2 H) 

K*fl-*rffl (ES I -MS, m/z) : 418 (M + + 1) 

^M#)87 : N- (2-^DD-4-r (6. 7 - h^->- 4 -^'/U - 

;i/) ^-^vi^x-ju} — n' - (5 -^aa- 2 - eu v;u) frt^7 

2-/7DD-4- [(6, 7-v;* h + x-4-^-^yj-;i/) 7-U 
> ( 5 Omg) nnsJx;UA (5ml), f> UX3MI/7 5 > (1ml) fcigfiPl, 
*PCUM>AK:*tfL£ HJ**y> (4 5mg) £JjP*_Tmz£T3 0 # 
M«#Lfc. ^(C2-7$y-5-^DDtf'Jv> (2 3mg) £iP;LT, £ S 
1 P*ffl»# L/c. EJS»fcfiiftJ&B&**?- h U £ A7j<?g^^5P^^ o □ 

£g£ lt*# en^js$ $ * □ □ tsfrk/* ? j -juT-mm-r^uphazji o n 

SU fl^*^39rag, JR^5 3 %Tf#7c. 

'H-NMR (DMSO-ds, 4 0 0MHz) : 3. 98 (s, 3H), 4. 00 
(s, 3H), 7. 33 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 40 
(s, 1H), 7. 4 3- 7. 4 8 (m, 1H), 7. 56 (s, 1H), 7. 60 
(d, J = 2. 7Hz, 1H), 7. 91 (dd, J=2. 7Hz, 9. 0Hz, 
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1H), 8. 35 (d. J = 8. 8Hz, 1H), 8. 40 (d. J = 2. 4Hz, 
1H), 8. 5 8 (s, 1H), 10. 17 (s, 1 H) 

(ES I -MS, m/z) : 4 8 6 (M + + 1) 
Ha£flJ8 8 :N- (4-r (6, 7 - 4 z±±Vjj *£2lZ 

2-7MD7I-JI/1 — n' -yne;i/^7U7 

4- [(6, 7 -v* h*v-4-*:M/Ux,l|/) - 2-7^07r 

U> (5 0mg) ££Dd*;hk (3ml), MJX3=-;U7 5> (0. 3ml) (3 
*»Lfcft. *nn*;PA£fc*LfchU**y> (4 7mg) fcJnATMT 

HPLC(;:«fcgtt«U Wt^^9mg, »14%T?#£. 
'H-NMR (DMSO-de, 400 MHz): 50. 90 (t, J = 7. 6H 
z. 3H), 1. 4 3- 1. 4 9 (m, 2H), 3. 05-3. 10 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 61 (t, J = 5. 6Hz, 
1H), 7. 0 5 - 7. 0 7 (m, 1H), 7. 2 7-7. 3 1 (m, 1 H), 7. 
38 (s, 1H), 7. 54 (s, 1H), 8. 14-8. 19 (m, 1H), 8. 

2 8 - 8. 2 9 (m, 1H), 8. 5 5 (s, 1 H) 
»i»flrl (ESI-MS, m/z):40 1 (M + +l) 

£3600 8 9 :N-7^-N' - (4-r (6, 7-^h^i/-4-^/'J^ 
M t^x1-2-7^Q7x-;H frU7 

4- [(6, 7-y^h + y-4-WJ^) -2-7MD7- 
U> (5 Omg) ££dp*;UA (3m 1 ). h 'J X^JU7S > ( 0 . 3ml) I; 
f£fi?L£&. *DD*;UAt3igfi¥LfcMJ**y> (4 7mg) £iP;LT^iST' 

3 0 Ufc. ^fC^;U75> (24« i) £JP;LT. £ blC^i&T-Bfc 
8R#L£. Settle* ^/—;i/*in*. % zuu-fc)ik/**? ;-)ix~mffl-?z>Y{ 

PLClCfcOttfiU »k^^25mg. W3 8%T?#fco 
'H-NMR (DMSO-d., 400 MHz): fiO. 91 (t, J = 7. 3H 
z. 3H), 1. 3 0 - 1. 4 7 (m, 4H). 3. 09-3. 13 (m, 2H), 
3. 97 (s. 3H), 3. 99 (s, 3H), 6. 58 (t, J = 5. 6Hz, 
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1H), 7. 0 4- 7. 0 7 (m, 1H), 7. 28-7. 31 (m, 1H), 7. 

38 (s, 1H), 7. 54 (s, 1H). 8. 14-8. 19 (m, 1H), 8. 

2 6-8. 2 8 (m, 1H), 8. 5 5 (s, 1 H) 

nmttffim (es i -us, m/z) mis (m + + d 

^Mfl]9 0 :N- (sec-^;U) ~N' - (4-f (6, 7-y*h=E->-4~ 

4- [(6, 7-v* h + 5/-4-^VJ-^) -2-7;U^P7- 
'J>'(50mg) £^dd*;UA (3m 1 h h'JXf;|/75> (0. 3ml) £ 
jg#Lfc&, ^□□*^A(cML7cMJ*3.^> (4 7mg) ZMpLX^UX 

3 0£M«#Lfc. ^(Csec-^;i/7 5> <25tfl) ^SOAT, 

T*HPLCK:«fc9!HlttU &JB0fl;£«t£l 2mg. iR*5 18KTf*fc. 
'H-NMR (DMSO-d., 4 0 0MHz) : 0. 89 (t, J = 7. 6Hz, 
3H), 1. 08 (d. J = 6. 6Hz, 3H), 1. 3 9 - 1. 4 8 (m, 2H), 
3. 5 8- 3. 6 4 (m, 1H). 3. 97 (s, 3H), 3. 99 (s, 3H), 
6. 5 1 (d, J = 7. 6 Hz, 1H),- 7. 0 4- 7. 0 8 (m, 1H), 7. 
30 (dd, J = 2. 4Hz, 11. 7Hz, 1 H), 7. 39 (s, 1H), 7. 
54 (s, 1H), 8. 16-8. 22 (m, 2H). 8. 56 (s, 1 H) 
SfitftfrfiS (ES I -MS, m/z) : 415 (M + + 1) 

»0U9 1 : N-7'J;U-N' - (4-f (6, 7 -y* h4^>- 4 z*±V U " 
^y1-2-7MD7iZJ|/) fr^y 
4- [(6. 7-x* h*'>-4-^yj-;i/) - 2-7MD7- 

'J> (5 0mg) t^DP*M (3ml), h»Jx^;U7 5> (0. 3ml) I; 
mmLfcik, ^□□^AMLfcNU^y> (4 7mg) £flQ*T£r&T 
3 0«j$U;. ^II7U;i,7$>^^ (3 0mg) £*D;lT. S&Kgil 

T3HPLCKJ;D*itt¥U iM^l8mg, i&m2 8%xmtz. 
■H-NMR (DMSO-d 6) 400 MHz): 3. 75-3. 79 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H). 5. 0 8 - 5. 2 2 (m, 2H). 
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5. 8 4- 5. 9 4 (m, 1H), 6. 72 (t. J = 5. 9Hz, 1H), 7. 
0 6 - 7. 0 8 (m, 1H), 7. 3 0 - 7. 3 3 (m, 1H), 7. 39 (s, 
1H), 7. 5 4 (s, 1H), 8. 13-8. 18 (m, 1H), 8. 4 0 (s, 
1H), 8.5 6 (s, 1H) 

fta##HI (ES I -MS, m/z) : 3 9 9 (M + + 1) 

mmm9 2 .-n- u-r (6, 7->m v^-^-A-^j-v^-^) ^-^->]- 

2-7MP7x~JH — N' ~ (2--/Dbf_;^) ?JVT 

4- [(6, 7-v* h + ->-4-^V r U-;U) -2-7MD7Z 
U> (50mg) €?dd^a (3ml), h 'J X^;U7$> (0 . 3ml) I; 

*nn*;UAK?g#Lfc HJ**y> (4 7mg) £Jn*TMT 
3 O^WLfc. ^(C7'dA;^*;1/75>^^ (2 9mg) £;ta;LT, £ <=> 
CSltHWWfLfc. S*ttK:«SfPft»7K*^ h 'J 7A**gfi££;!!n;L? □ 

3 

'H-NMR (DMSO-d«, 4 0 OMHz) : 3. 15 (t, J = 2. 4Hz, 
1H), 3. 91-3. 94 (m. 2H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 7. 07-7. 11 (nu 1H), 7. 33 (dd. J = 2. 4Hz, 1 
1. 7Hz, 1H). 7. 39 (s, 1H), 7. 54 (s, 1 H), 8. 09-8. 
15 (m, 1H), 8. 4 7 - 8. 4 8 (m, 1H), 8. 5 6 (s, 1 H) 
nmftttm (ESI-MS, ra/z):3 9 7 (M + + 1) 
^MfiJ9 3 :N- (2, 4-*J7)\,itui> s J)V) -n' - {4-f (6, 7-v 
^ l-^v-4-^^- > yU-;i/) ^-^vl- 2 -7MD7X-JM 7U7 

4- [(6, 7-^* h*->-4-*^ % /U=;W sf+S'] -2-7;U^D7- 
"J> (5 0mg) ^od^A (3ml). hUX^P7$>(0. 3ml) fC 
JS«?Lfcft. 7PO*Jl/AfCj§#L£MJ**y> (4 7mg) ^JOATifiT 
3 OftfflMftLfzo X\Z2, 4-> ? 7;i/^-D^>v;U7 5 > (28m 1) £2J0pL 

Omg, 1R^2 6 %Tt#7to 
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'H-NMR (DMSO-cU, 40 0MHz) : 3. 97 (s, 3H). 3. 99 
(s, 3H), 4. 34 (d, J = 5. 8Hz, 2H), 7. 07-7. 1 1 (m, 
3H), 7. 21-7. 27 (m, 1H), 7. 3 0 - 7. 3 3 (m. 1H), 7. 
39 (s, 1H), 7. 41-7. 47 (m, 1H), 7. 54 (s. 1H), 8. 
12-8. 16 (m, 1H), 8. 4 6-8. 4 7 (m, 1H), 8. 55 (s, 
1H) 

(FD-MS. m/z):4 8 4 (M + ) 
%Mff!)9 4 : N- (2, 4-y7MD7x-jj/) -n' - (4-f (6, 1 -V 
* h*zs-4-*j-V'J-)],) ^v1-2-7;U^-D7x_;t,} 

4- [(6, K + i/-4-+^-7U-;U) -2-7;U*P7:i 

U> (5 0mg) £^PP*;kk (3ml) (C}&S?L7c^ 2, 4-y7MD 
7x-JKVy7t-h (29m 1) £2jn*T60gT-lifcif# Lfc. IffttJLfc^ 
H£zl^ ^L»M^5 0mg, JR$6 7%T*f#7ci. 
'H-NMR (DMSO-ds, 4 0 0MHz) : 3. 98 (s, 3H), 3. 99 
(s. 3H), 7. 0 4- 7. 0 8 (m, 1H), 7. 13-7. 1 5 (m, 1 H), 
7. 2 9- 7. 4 0 (m. 3H), 7. 55 (s, 1 H), 8. 10-8. 23 (m, 
2H). 8. 57 (s, 1H). 8. 9 7- 9. 0 4 (m. 2 H) 
»S$MfHE (ES I -MS, m/z) : 4 7 1 (M + +l) 
nMM9 5:N- (4-f (6, 7 - h±^Z 4 'J 
2-7MQ7x-;H ~ N' - (2-/^7i^) frU7 

4- [(6, 7-^* h*->-4-*:M/y-;U) :t*^] -2-7;U^"P7^ 
II > (5 0mg) £^pp*;UA (3ml) (Cjgfl?L7c&, o-MMJM'Vv' 

mg, JR^2 4%Tt#7c. 

'H-NMR (DMSO-d,, 4 0 0MHz) : 2. 27 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 9 5 - 6. 9 8 (m. 1H), 7. 12 
-7. 20 (m. 3H), 7. 3 6 - 7. 3 9 (m, 2H), 7. 55 (s. 1H), 
7. 86 (d, J = 7. 8Hz, 1H), 8. 21-8. 26 (m, 1H), 8. 
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35 (s, 1H), 8. 57 (s, 1H), 9. 0 0 - 9.. 0 2 (m, 1 H) 

«iMf (ESI-MS, m/z): 44 9 (M*+l) 

3fr8fiflil9 6 :N- U-f (6, 7 -V* hfr«>- 4 -=frJ->/U -)V) 3-=fr->1- 

2-7MQ7i-;H -N' - (2-* hjy7^ikl ^7 

4- [(6, 7-v* h^i>-4-*±V/U-;i/) - 
•J> (5 0mg) S^onsfrJUA (3ml) »C»»Lfcft, 2-/h^x7x- 
MVW-h (32m 1) &inAT60&T-iftfll#Lfc. K*ttfc:>^y- 

2 2 m g , M 3 0 %T»%tz. 
'H-NMR (DMSO-d», 4 0 0MHz) : 3. 8 9 (s, 3H), 3. 9 8 
(s. 3H), 3. 99 (s, 3H), 6. 8 8 - 7. 0 4 (m, 3H), 7. 11 
-7. 14 (m, 1H), 7. 3 5 - 7. 3 9 (m, 1H), 7. 40 (s. 1H), 
7. 5 6 (s. 1H), 8. 12-8. 1 5 (m, 1H), 8. 19-8. 2 5 (m, 
1H), 8. 57 (s, 1H), 8. 7 5 - 8. 7 8 (m, 1 H), 9. 26-9. 

2 9 (m, 1 H) 

mmftffiW. (ESI-MS. m/z):4 6 5 (M + + 1) 

m&M9 7 : N- U-f (6, 7 -y* h^x- 4 -^'/'J _;|/) :f^->1- 

3 -^fJ^i-iH — N' -ynEJl^UJ 

4 - [(6, 7 -is* h + >-4-^±yj-;U) - 3 -/W-U 

> (5 Omg) 5:^ pp*;UA (3ml). h Ux^7S> (0.'2ml) 
#Lifct£. ?uu*)lA\Z®MVtz h'J*^y> (4 8mg) £Jn;LT^i£T 3 

ofl-iHMJMfcLfc. #cic7oe;u7 = > (20^1) £jn*.x. S5k:sit-» 

PLCKJ:0tt8!U M©{t£tt£3 0mg, «K^4 7%Tf#fc. 
'H-NMR (DMSO-d«, 4 0 0MHz) : 6 0. .8 9 (t, J = 7. 5H 
z. 3H), 1. 41-1. 50 (m, 2H), 2. 03 (s, 3H), 3. 03- 
3. 0 8 (m. 2H), 3. 98 (s, 3H). 3. 9 9 (s, 3H), 6. 1 3 (t, 
J = 5. 4Hz, 1H), 7. 04 (d, J = 8. 5Hz, 1H). 7. 28 (d 
d, 3 = 2. 4Hz, 8. 5Hz, 1H), 7. 36 (d, J = 2. 4Hz, 1H), 
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7. 38 (s, 1H), 7. 58 (s, 1H). 8. 39 (s, 1H), 8. 50 (s, 
1H) 

SIMM (ESI-MS, m/z): 3 9 7 (M + +l) 

mM&l9 8 :N-^;i/-N' - {4-r (6, 7-y^h^y-4-^/Uz 

4- [(6, 7-v/ f.^i>-4-^^>/.j-^) ^-^^ - 3 - ^=f-)V7~<) 
> (5 Omg) 5i?no^A (3ml ), HJx^7S> (o. 2ml) dig 
2nm}s)U&iz®BLfzhVtsZ7> (4 8mg) $SnAT^T3 
O^M^Lfc ^tiy^75> (24 W 1) ^JPAT, $eH^Tf-M 

CfCcfcDftiaU ^©^£^£3 lmg, itPM7%TWc 
'H-NMR (DMSO-de, 4 0 0 MH z ) : 6 0. 91 (t, J = 7. 3H 
z, 3H). 1. 2 9- 1. 4 6 (m, 4H), 2. 03 (s, 3H), 3. 07- 
3. 1 2 (m. 2H). 3. 98 (s, 3H), 3. 99 (s, 3H), 6. 11 ( t, 
J = 5. 6Hz, 1H), 7. 05 (d, J = 8. 8Hz, 1H), 7. 27 (d 
d, J=2. 3Hz, 8. 5Hz. 1H), 7. 36 (d, J = 2. 4Hz, 1H). 
7. 3 8 (s, 1H), 7. 5 8 (s, 1 H), 8. 3 9 (s, 1 H), 8. 5 1 (s, 
1H) 

ffS##rffi (ES I -MS, m/z) : 4 1 1 (M + + 1) 

^ftfiffJ 9 9 : N- (2. 4-/7^D7i^) -n' - (4-f (6, 7 - is 
* 4-*j-*/tJ-)l,) -t^jy^-z - ^fj|/7x-;i/} 71/7 

4- [(6, h + ^-4-^±yj-;l') -3-*^;U7-'J 

> (5 Omg) £?DD*J|,A (3ml) kIi§fi¥L£&, 2, 4-y7MD7 
x-;KV->7^— h (2 3 /zl) £fln;iT. -B&Jnf&Mfii L7c. l/fifd LfcSSH 

'H-NMR (DM S O — d b, 400MHz):2. 07 (s, 3H), 3. 99 
(s, 3H), 3. 99 (s, 3H), 7. 0 3 - 7. 0 8 (m. 1H), 7. 14 
(d, J = 8. 5Hz, 1H), 7. 2 9 - 7. 3 7 (m, 2H), 7. 39 (s, 

1H), 7. 43 (d. J = 2. 4Hz, 1H). 7. 60 (s. 1H). 8. 07 
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-8. 14 (m. 1H), 8. 52 (s, 1H), 9. 0 3 - 9. 0 5 (m, 1 H) 
ff*MHl (E S I -MS, m/z) : 4 6 7 (M + + 1) 

mmmi o o ; n- u-r (6, h^^-A-^j-v^-M ^->i 

-3-/fJP7i^l -N' ~ (4-7i^D7i-JI/) frU7 

4- [(6, 7-5>* N>S>-4-+^V r U-;i.) - 3 -*3^7n'J 

> (5 0mg) £*on*JPA (3ml) »$Lfc&, p.-7M07i-^ 
<Vy7t-h (2 2m 1) £JP;lT, -?fein&ii»tLfc. WttiLfciBfiSjMSl, 
#fc#U $i©MS4 2mg. iK$5 8%Tf#fc. 

'H-NMR (DMSO-ds, 4 0 0MHz) : 2. 0 7 (s. 3H), 3. 9 8 
(s, 3H), 3. 99 (s. 3H), 7. 10-7. 14 (m, 3H). 7. 35 
(dd. J = 2. 4Hz, 8. 5Hz, 1H), 7. 39 (s, 1H). 7. 43 
(d, J = 2. 4Hz, 1H), 7. 4 6 - 7. 4 9 (m, 2H), 7. 59 (s, 

1H), 8. 51 (s, 1H); 8. 66 (s, 1H), 8. 70 (s, 1 H) 

Jtfi##rM (ES I —MS, m/z) : 4 4 9 (M + + 1) 

jUMflJlOl :N- (4-f (6, 7-v^ h^'>-4-^^-yj^;i/) ^^->1 

- 3 -/^7xZJH — N' - (2-/h4->7xZ^) frl^T 
4- [(6, 7-x* h + ->-4-+^-l/'J-;P) -3 -^^T-U 

> (50mg) ^^nom (3ml) £iS#Lfc&. 2-^h*/7i^ 

•f Vx7t- h (2 6m l) £2rax.T, -iftiraSftaifcLfc. K**c^^y-;i/ 
^□□*;uA/^^y-;PT-Ji§gTSHPLc(Ccfct)^©L, mm<Dit% 

^4 1rag, JR¥5 5%Tt#fc. 

'H-NMR (DMSO-dfl, 4 0 0MHz) : 5 2. 0 7 (s, 3H). 3. 8 
9 (s. 3H), 3. 99 (s, 3H), 3. 99 (s. 3H), 6. 88-6. 9 
7 (m, 2H), 7. 01-7. 03 (m, 1H), 7. 12 (d, J=8. 5H 
z, 1H), 7. 35 (dd, J=2. 4Hz, 8. 5Hz, 1H), 7. 39 (s, 
1H), 7. 44 (d, J = 2. 4Hz, 1H), 7. 60 (s, 1H), 8. 13 
-8. 15 (m, 1H), 8. 23 (s, 1H), 8. 52 (s, 1H), 9. 33 
(s, 1H) 

KMfl-tfrM (ES I -MS, m/z) : 4 6 1 (M*+ 1) 
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mmmi0 2 :N- (4-r (6, 7-y^^y-4-^j-'/'J-^) *±>1 

4- [(6, h + ^-4-^^V>J-;P) -2-*?)V7-V 

> (50mg) £^pd*;UA (3ml), hUx?;P7S> (0. 2ml) 

^DD*Mi:i§gLfch'J*7y> (4 8mg) £in*.TMT3 
o#IW«#Ufc. ^fzyntf;L'75> (20u l) £2ra;tT, $b{c^iST-iffc 

PLClC^DHMKU glOj^M3 0mg, »K*4 7*Tf»fc. 
'H-NMR (DMSO-ds, 4 0 0MHz) : 6 0. 90 (t, J = 7. 3H 
z. 3H), 1. 42-1. 51 (m, 2H), 2. 21 (s, 3H), 3. 04- 
3. 09 (m, 2H). 3. 97 (s, 3H). 3. 99 (s, 3H), 6. 53 (t, 
J = 5. 6Hz, 1H), 7. 02 (dd, J=2. 7Hz, 8. 8Hz, 1H), 
7. 08 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H). 7. 54 (s, 
1H), 7. 65 (s. 1H), 7. 85 (d, J = 8. 8Hz, 1H), 8. 53 
(s, 1H) 

M##f« (E S I —MS, m/z) : 3 9 7 (M + + 1) 

^Sffijl 0 3 : N-y^;i/-N' - {4-T (6, 7 -y7 h^->- 4 -^VU 

4- [(6, 7 h+^-4-^^-V'J -2 -*^;U7X'J 

> (5 0mg) A (3ml), MJx^J|,7S> (o. 2ml) (Cig 

fi?L7c&, ?nn*)l,A£®mLtc MJ*7,y> (4 8mg) £Jta;tT^r£T*.3 

o^js^Lfco ^;cy^;i/7 = > (24m i) £*q;Lt. £ £, tc^s-e-iftjg 

C(lJ;DfflS!L. Mtf)fc£#>£3 7mg, JR^5 6%T#feo 
'H-NMR (DMSO-de, 4 0 0MHz): 50. 92 (t, J = 7. 1H 
z, 3H), 1. 31-1. 48 (m, 4H), 2. 21 (s, 3H). 3. 08- 
3. 13 (m. 2H), 3. 97 (s. 3H), 3. 99 (s, 3H), 6. 50 (t, 
J = 5. 4Hz, 1H), 7. 02 (dd, J = 2. 7Hz, 8. 8Hz, 1H), 
7. 08 (d. J = 2. 7Hz, 1H), 7. 37 (s, 1 H), 7. 54 (s, 
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1H), 7. 64 (s. 1H), 7. 86 (d, J = 8. 8Hz, 1H), 8. 53 
(s, 1H) 

JfSSHfrM (ES I -MS, m/z) : 4 1 1 (M + + 1) 

&8fiflai0 4:N- (2, 4-y7MD7HJM ~N' - (4-f(6. 7- 

4- [(6, 7->>* h*->-4-*:>-y'J-;i/) -2-/5 1 ;i/7^'j 

> (5 0mg) A (3ml) £»#Lfc& % 2, 4-y*7MD7 

x-;K7->7^- h (2 3w I) $rin^.T, -flftJoJIWiflEUfc. tfrffi Lfc&JI 

'H-NMR (DMSO-ds, 4 0 0MHz) : 2. 29 (s, 3H). 3. 98 
(s. 3H), 3. 99 (s, 3H), 7. 03-7. 11 (m, 2H), 7. 16 
(d, 3 = 2. 7Hz, 1H), 7. 29-7. 3.5 (m, 1H), 7. 38 (s, 

1H), 7. 55 (s, 1H), 7. 8 7 - 7. 9 0 (m. 1H), 8. 13-8. 

19 (m, 1H), 8. 3 6 - 8. 3 9 (m, 1H), 8. 5 5 (s, 1 H), 8. 

9 2 - 8. 9 5 (m, 1 H) 

MSHffffl (E S I -MS, m/z) : 4 6 7 (M + + 1) 

1 0 5 : N- (4-f (6, 7 - h ± js- 4 -^VU _;10 :fr**>1 
-2-/f^7i-JH — N' - (4-7>>l/^-P7x-;ix) »l/7 

4- [(6, 7 -v/ h*->- 4 -*^/U n;W - 2 -;*^;U7^'J 

> (50mg) 1t9uu-fc)\,k (3ml) p-7Mo7i^ 

-f y*>7^— h (22//D £jjn*T. -i«jnjft3i«EUfc 0 «faiLfciiiii*a«i, 

'H-NMR (DMSO-ds, 4 0 0MHz) : 2. 28 (s, 3H), 3. 98 
(s, 3H). 3. 99 (s, 3H), 7. 08-7. 15 (m, 4H), 7. 38 
(s, 1H). 7. 4 7 - 7. 5 0 (m. 2H), 7. 55 (s, 1H). 7. 84 

-7. 88 (m, 1H), 7. 98 (s, 1H), 8. 55 (s, 1H), 9. 03 

- 9. 0 5 (m, 1 H) 

RS#*fffi (ESI-MS, m/z): 449 (M + + 1) 

*f6fl]10 6:N- (4-f (6, 7 -y* h=fr->- 4 -^'/'J ->>U) ^^~>1 
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- 2 -*5MU7x~;H -N' ~ (2-^h^->7i-^) frUT 

4- [(6, 7-->*^ K*^-4-^^V/U-;U) - 2 "J 

> (5 0mg) £?dP*;kk (3ml) 2-/h + y7i"jP 



-fV->7^— h (2 6m 1) £JD;iT, -lftllDSRiiaELfc.'«fmLfclSfiSa», 

7 Omg. W9 5%T?#£. 
'H-NMR (DMSO-d., 400MHz):2. 29 (s, 3H), 3. 90 
(s, 3H), 3. 98 (s, 3H), 3. 99 (s, 3H), 6. 87-6. 97 
(m. 2H), 7. 0 2 - 7. 0 4 (m. 1H), 7. 08 (dd,.J = 2. 9H 
z, 8. 8Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 38 (s, 
1H). 7. 55 (s, 1H), 7. 84 (d. J = 8. 8Hz, 1H). 8. 13 
-8. 15 (m, 1H), 8. 55 (s, 1H), 8. 58 (s, 1H). 8. 61 
-8. 6 2 (m, 1H) 

3ia##fffi (ESI-MS, m/z):46 1 (M + +l) 

mmmjjU-jjLz u-r(6, 7 -isxb*i/-4-*j-vi)-M *±2i 

- 2 -- ha7x-;i/} -n' -^tuM^yy 

4- [(6. 7-x* h + -2- - hD7-U 

> (5 Omg) A (10ml), h'JlW5> (0. 2ml) (C 

^on^;PA(c^Lfch>j7j>xy*> (4 3mg) ^Jn^T^rST 
3 0#IHH»#Lfc. *cyne;U7 5> (18M) £JD;LT, 
tfeiR#Lfc. soffit/ ^y-;u*jn^.. ^□□^A/^^y-^TJlwrs 

HPLCfdcfcOIMilU &mo)1k£®$:2 4mg, JK¥3 8*-C»Jfc. 
'H-NMR (DMSO-da, 4 0 0MHz) : <5 0. 9 1 (t, J = 7. 6H 
z, 3H), 1. 45-1. 51 (m, 2H), 3. 0 6 - 3. 0 9 (m, 2H), 
3. 98 (s, 3H), 4. 00 (s, 3H), 7. 40 (s, 1H). 7. 52 (b 
r, 1H). 7. 58 (s, 1H), 7, 6 7 - 7. 7 0 (m, 1H), 8. 04- 

8. 06 (m, 1H), 8. 38-8. 41 (m. 1H), 8. 57 (s, 1H). 

9. 3 5 (s, 1H) 

3ffi##rM (ESI-MS, m/z):4 2 8 (M + + 1) 

nmmi o s : n-t^ju-n' -u-r(6, i -v* h^^-4-^±yj 
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-)V) t^yl-2--hD7xZJH 

4- [(6, h + ^-4-*±>/iJ-;U) -2- - hP7X»J 

> (5 Omg) £^do*JUA (l 0ml), h»JX3MU7S> (0. 2ml) £ 
®MVtz'&, 2 a n*)\<2AlZ®mLtch (4 3mg) ^Jn^T^T 

PLCKcfcDMU ^?){t£ti£l 5mg, »2 3%Tf#fc. 
'H-NMR (DMSO-de, 4 0 0MHz) : <5 0. 91 (t, J = 7. 3H 
z, 3H), 1. 3 0 - 1. 4 9 (m, 4H), 3. 10-3. 15 (m, 2H),- 
3. 98 (s, 3H), 4. 00 (s, 3H). 7. 40 (s, 1H), 7. 51 (b 
r, 1H), 7. 57 (s. 1H). 7. 68 (dd, J=2. 9Hz, 9. 3H 
z, 1H), 8. 05 (d, J = 2. 9Hz, 1H), 8. 40 (d, J = 9. 2 
Hz. 1H), 8. 57 (s, 1H), 9. 35 (s, 1 H) 

mmftrnm (es i -ms, m / Z ) .-442 (m + + d 

»fljl 09:N-(2-^DD-4-r(6 t 7-y^ h^>-4-4^/U 

N- {2-*do-4-[ (6. 7-S?^h^->-4-+^-V/U=;W 
7l -^l -N' -yoe;UOU7 (1 0 Omg) $i;j(fh7hKo77> (3 
Oml) £iS*U Xmitj-bWA (6 0wt%, 8 8mg) SflO/tTgifiT 
1 5#rajffi"#Lfc. ^C^PPp^M^X-^U (67/i 1) SrSDAT. $ 

^#<^n£gi£ □ □ $ j -;uTjRiwr *HPLcc«k o «*» u 

1 8 m g . iK* 1 8 KTfcfc. 
'H-NMR (DMSO-d 0 , 400 MHz): 50. 89 (t, J = 7. 6H 
z. 3H), 1. 4 6 - 1. 5 5 (m, 2H), 3. 20 (br, 2H), 3. 48 
(s, 3H), 4. 07 (s, 3H), 4. 08 (s, 3H), 4. 54 (br, 2 
H), 7. 29 (dd, J=2. 7Hz, 8. 5Hz, 1H), 7. 37 (s, 1 
H), 7. 47 (d, J = 8. 8Hz, 1H), 7. 50 (s, 1H), 7. 50 (d. 
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J = 2. 7Hz, 1H), 8. 6 6 (s, 1 H) 

SSMfffi (E S I -MS, m/z) : 4 6 1 (M + + 1) 

gjggjl 1 0 : N-7-b^-N- (2-^aP-4-f(6, 7-5?* h^£>- 

4-3^/u-;u) ^->i7x-;i/} — n' -^De;U"j7U7 

N- (2-^DD-4-[ (6, 7-Z>* h*5/-4-*±!/U=;W 
7x~;H -N* -yne^UJ (1 0 Omg) *t*TK7tKD77> (3 
0ml) lC?£fl?U fcMikj-bVOA (60wt%, 8 8mg) £Jn;LT^)!&T' 
15^II^Uc. ^zmt7±^)U (63m 1) MAT, 

□ P^A/7-fch>7?SIWr5HPLCtJ:0«fiL, IlO^$2 7mg, 

'H-NMR (DMSO-de, 4 0 0MHz) : (5 0. 98 (t, J = 7. 3H 
z, 3H), 1. 5 9 - 1. 6 8 (m, 2H), 2. 04 (s, 3H), 3. 27- 
3. 36 (m, 2H), 4. 07 (s, 3H), 4. 08 (s. 3H), 7. 31- 
7. 33 (m, 1H), 7. 35 (s, 1H), 7. 41 (d, J = 9. 0Hz, 
1H), 7. 50-7. 51 (m, 2H), 8. 63 (s, 1H), 9. 08 (br, 
1H) 

nmftffim (ES I -MS, m/z) : 4 5 9 (M + + 1) 

»ffi)l 11 : N' ~ { 2 4 -f (6, 7-?* h^~>-4-*±'/ 

u_;t/) ^-^->i7x-;i/) -N-^^;u-N-7 p nbf;i/'7U7 

2-/7DD-4 - [(6, 7-v^ h^>'-4-^^- > yU^;i/) ^-^x] 7~ U 
>(5 6mg) ^^dd^A (4ml), h'Jxf;i/75> (0. 3ml) \Z® 
MLfz'&> $na*s)l,AlZ®MLtz h')tsZ?> (5 Omg) £JQ;LT^T3 
0ftffl®&Ltz o *(3N-^5 1 ^7°Dtr;i/7$> (26m 1) £JPAT> £blC 
^TiB#F B ^J$Lfco S^i3p<^y-;u^]fio^, 7do*;ua/^/-;u 

U %m<Dik£Vn$: 4 2mg, JR^5 8%T^fe. 

'H-NMR (DMSO-di.4 0.0MHz): fiO. 99 (t, J = 7. 3H 



WO 00/43366 



PCT/JP00/00255 



- 110 - 



z, 3H), 1. 6 4- 1. 7 4 (m, 2H), 3. 08 (s, 3H), 3. 34 (t, 
J = 7. 6Hz, 2H), 4. 07 (s, 3H), 4. 08 (s, 3H), 7. 00 
(s, 1H), 7. 17. (dd. J = 2. 7Hz, 9. 3Hz, 1H), 7. 31 
(d, J = 2. 7Hz, 1H), 7. 38 (s, 1H), 7. 53 (s. 1H), 8. 
41 (d, J = 9. 0Hz. 1H), 8. 64 (s. 1 H) 
»MI (ESI-MS, m/z): 43 1 (M + +l) 

nmmi 12 :n' - (2-^00-4 -r (6, 7 -v* h^>-4-^>/ 

^->i7xz;i/) -N-x^;i/-N-yphf;u^7i/7 
2-^7DD-4- [(6, 7 -i?*h*is-4-*j'>;i)-)\ / ) 7- 'J 

> (8 Omg) £^DD*^A (3ml), h Ux^^75 > (0. 3m 1 ) fcjg 
MLtc'&> 5 nofrJlAlzmMLfchiJfrXtfy (7 2mg) ^MtlSTl 
5#f B 1jft#L;to ^fCN-X^;U7°n^;i/7 5 > (44^1) £iOX.T, 
^•Ir3 0^WU;. Kfom\Z*5> fnnfrfrA/ J- 

#U mm<Dit£!®)$:4 Omg, iRi£ 3 7 

'H-NMR (DMSO-d 6 , 4 0 OMHz) : 6 1. 00 (t. J = 7. 3H 
z, 3H), 1..28 (t, J = 7. 1Hz, 3H), 1. 6 9 - 1. 7 4 (m, 
2H), 3. 32 (t, J = 7. 6Hz, 2H), 3. 43 (q, 3 = 7. 1Hz, 
2H), 4. 07 (s, 3H), 4. 07 (s, 3H), 7. 02 (s, 1H), 7. 
17 (dd, J = 2. 9Hz, 9. 2Hz, 1H), 7. 31 (d, J = 2. 7H 
z. 1H). 7. 36 (s, 1H), 7. 53 (s, 1H), 8. 42 (d, J = 9. 
OHz, 1H), 8. 6 3 (s, 1H) 

fl»tftt (ESI-MS, m/z):44 5 (M + +l) 

£MM1 13:N'-(2-^na-4-r(6, b^jy- 4-^-j-^ 

^'>17xx;i/} -N. N-ixT'DtfJl/fr U7 
2-//DP-4- [(6, 7->?* 7 - ,j 

> (1 0 Omg) ££dd*^A (3ml), HJx?MU7$> (0. 3m 1 ) \Z 

mmLTzm, ^on^)UA\zmmLfzh'jt^y> oomg) ^jpatmt- 

1 5^WU;, ^{C^7*Dtf;U7 5> (6 2^1) £JQ;LT, ZZlzM&T' 
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^-r-5HPLc(c=boits!L, mmzgSLTmznfz'rfeik&^-v-yrtfiftL, 

UM(D\\:%^4 8mg. iK^3 5%Tf#£ 0 

'H-NMR (DMSO-de, 400MHz):<50. 99 (t, J = 7. 3H 
z, 6H), 1. 6 6 - 1. 7 6 (m, 4H), 3. 3 2 (t, J = 7. 8Hz, 
4H), 4. 07 (s, 3H), 4. 07 (s, 3H), 7. 03 (s, 1H), 7. 
16 (dd, J = 2. 7Hz, 9. 3Hz, 1 H), 7. 31 (d, J = 2. 7H 
z, 1H), 7. 34 (s, 1H), 7. 52 (s, 1H), 8. 43 (d, J = 9. 
0Hz, 1H), 8. 6 3 (s, 1H) 

mmfttitm (es i -ms, m/z) a 5 9 (m + + d 

gdSffill 1 4 : N-y^-N' -{2-^aa-4-r(6, 7 - y* h^->- 

2-/ 7Dn _ 4 _ [(6> 7-^ h + i/-4-+^-\/ , J^:;W ^+^] 7-U 
> (80mg) £^cm*Jl/A (3ml). HJx?\>|/7 5> (0. 3ml) (Cjg 
fi?L7c&, ^□□^A^i^Lfc hU*xy> (7 2mg) ^JIJtLT^tST 1 
5^^»L/i. ^(ZN-/5 1 ;P7^^7 5> (43/xl) £SD;lT, £blC^ 

Tit ffl? Z> HPLCIC cfc 0 *fM L . £ g£ L Tf# b tlfc &£ £ > Ti5fc# 
U ^|0ft^2 6rag. 'R^2 4%Tt#feo 

'H-NMR (DMSO-da, 400MHz):<50. 99 (t. J = 7. 3H 
z, 3H), 1. 3 8 - 1. 4 3 (m, 2H). 1. 6 2 - 1. 6 6 (m, 2H). 
3. 07 (s, 3H), 3. 40 (t, J = 7. 3Hz, 2H), 4. 07 (s. 
3H). 4. 07 (s, 3H), 7. 00 (s, 1H), 7. 17 (dd, J = 2. 
7Hz. 9. 3Hz, 1H), 7. 31 (d. J = 2. 7Hz, 1H), 7. 36 
(s, 1H), 7. 53 (s, 1H), 8. 41 (d, J = 9. 3Hz, 1H), 8. 
6 3 (s, 1 H) 

IMM (ESI-MS, m/z):44 5 (M + +l) 

Ufa&ll 15 : N' - (2-£DD-4-f (6, 1 - s s* h*zs- 4 

>)~JU) t^yl7x-Jl/) — N— (4-^DD7i-M -N-^jt/frUT 
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2-*cm-4-[(6. 7 -if* 4 *)=.)],) 7-U 

> (8 Omg) Sr^OD^A (3ml), h 'Jx3^75 > (0. 3m 1 ) dig 
^DD*Ml:iS»tfcMJ*7y> (7 2mg) ^iiTSaTl 

/-*TJ8&BT5HPLCK«fc0»il!U ^*g3tUT»6nfcttJl*x-^ 
T#fcfrU ^||0>ft;&«!j£8 3mg, «6 9%-ef#£„ 
'H-NMR (DMSO-ds,4 0 0MHz): 3. 36 (s, 3H), 4. 06 
(s. 3H), 4. 07 (s. 3H), 6. 89 (s, 1H), 7. 17 (dd, J 
= 2. 7Hz, 9. 0Hz, 1H), 7. 23 (d. J=2. 7Hz, 1H), 7. 
3 3 - 7. 3 5 (m. 3H), 7. 4 8 - 7. 5 0 (m, 3H). 8. 41 (d. 
J = 9. 0Hz, 1H), 8. 6 1 (s, 1H) 
n&ftVrm (ES I -MS, m/z) : 4 9 9 (M + + 1) 
UlSffill 1 6 : N' -{2 □□- 4 - [(6, K^->- 4 -^'/'J 

x;U) :fr*'>j 7ilM-N, N->'Ifj^U7 

2-/70p-4_[( 6 , 7-v* h^->-4-+^-yU-;U) 
> (50mg) ^^□□tJn^A (2ml), MJX^7^> (0. 5ml) \Zi£ 
Mbfz'&. ?nnfr)\,AlzmmLtzbi)*X¥> (4 8mg) ^mpLX^WC 3 
O^-P^WLfco *CylWS> (0. 5ml) £iD*_T, £bKMT- 
Bfcj£#L£„ Kfoimzt? ;-)1£J}qz_> tanftju*/*? ;-)iT~mffl-?5 
HPLCJdctOlifiSU ^H<Z){fc£#j£3 7mg, iR$9 3%TWco 
'H-NMR (CDC 1 3, 400 MHz) : 5 1. 3 0 ( t, J = 7. 1Hz. 
6H), 3. 44 (q. J = 7. 1Hz, 4H), 4. 12 (s, 3H), 4. 2 
0 (s, 3H), 7. 16 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 2 
7 (s, 1H), 7. 31 (d, J = 2. 7Hz, 1 H), 7. 59 (s. 1H), 
8. 15 (s, 1H), 8. 48 (d. J = 9. 0Hz, 1H), 8. 81 (s, 
1H) 

SiMI (ESI-MS, m/z):43 1 (M*+l) 

^ffjl 17:N-{2-^DD-4-[(6, K^->- 4 -^:h\/'J - 
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2_/7o D _4_ [ (6> h + ^-4-*^/U-;W 7-U 

> (50mg) ^^□□*;UA (2ml), HJx^;U75> (o. 5ml) dig 

^DD^AI;||LfchiJ^> (4 8mg) £iD*TMT3 
0#HM$Lfc. 7 8Il;^L, ^^75>ttBttt (13 0mg) * 

mg. I!$7 0%Tt#7c. 

'H-NMR (DMSO-ds, 400 MHz): 52. 68 (d. J=4.4Hz, 
3H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 8 6- 6. 8 8 (m, 
1H), 7. 21 (dd. J = 2. 7Hz, 9. 0Hz, 1H), 7. 37 (s, 
1H), 7. 43 (d, J = 2. 7Hz, 1H), 7. 53 (s, 1H), 8. 07 
(s, 1H), 8. 17 (d, J = 9. 0Hz, 1H). 8. 54 (s, 1 H) 
KSa-fffffi (ES I —MS, m/z) : 3 8 9 (M + + 1) 

g&fflj 18 :N' -(2-^OD-4- [(6, 7-^/ v- 4 -*:h'./'J 
-;i/) :fr=^>] 7iZM-N, N-y*^;UfrU7 

2-^00-4-[(6, h + v-4 -*^'/'J 7-U 

> (50mg) ^^dd^A (2ml), HJX3MI/7S > (0 . 5ml) (Cig 

mLfzm, ?uu*)ik\zmm.Ltz Hj**y> (4 8mg) £Dn*.T^?s-e3 

0#Mffi#Lfc. - 7 8^iL. S^fMPT^JttML (2 5 0mg) 
mg, JRJP5 3 %Tf#fc. 

'H-NMR (CDC1 j, 400 MHz): 53. 1 1 (s , 6H). 4. 1 2 (s . 
3H). 4. 20 (s, 3H), 7. 05 (s, 1H),'7. 17 (dd, J = 2. 
4Hz, 9. 3Hz, 1H), 7. 31 (d, J = 2. 4Hz, 1H), 7. 59 
(s, 1H). 8. 15 (s, 1H), 8. 46 (d. J = 9. 3Hz, 1H), 8. 
8 2 (s, 1 H) 

mmftttm (ES I -MS, m/z) : 4 0 3 (M + + 1) 
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^mmi 19:N-(2-^DD-4-{[6-^ b*->- 7 -(3 -Wft U / 
yn^y^-4-4t'/UzJH 7x~;i/) - N ' -7°d fcf;t/>7 1^7 

N-{2-i'DO-4-[(7-kKo + y-6-/ K^v-^-^v/'J-^) 
**~>] 7x-;U} — N' -7'Pe;U>7l/7 (7 5rag)> p^'J^A (5 lm 
g), (7 6^1) £N,N-;xV3SlU*jUA7$ H (4m 

1) l:IILiK3W»Lt. «ffTM^g*LT#e,nfc?^$fC7K^ 
iQ*., 7PD*;i/ATttii}L£,> WM^^icra^-hiJ^AT^L, MEET 
&$i£g£LTf#bn;t^$£x-x;UT&#U N— (4- {[7- 
t^D^v) - 6-/ h + v-4-+±\/U -2-7PP7X 
-N* -7'Dtf;^L/7&7 4mg, JK^7 8%Tf#£o f# Sftfc ^fpW 
(74mg). mMfi } )Ok (51mgh =E)^'J > (13 0^1) ^N.N-v^? 1 
(4ml) Kii^t^ST-ftfejfftLfc. MEET?£$£g£LT 

□ □ h/ * $ j -juT-mmr % > u * y;i/ 7 □ -7 h 7* 7 7 ^ - \z «t o uss} 

U «JHOffc£&£4 9mg» JRSP6 3 9ST»fc. 

'H-NMR (CDC 1 3, 4 0 0MHz) : 50. 89 (t, J = 7. 44Hz, 
3H), 1. 41-1. 50 (m, 2H), 1. 97 (t, J = 6. 83Hz, 1 
H), 2. 3 3 - 2. 4 9 (m, 4H), 3. 0 4- 3. 0 9 (m, 2h). 3. 3 
2-3. 38 (m, 4H). 3. 52-3. 68 (m. 3H), 4. 03 (s, 3 
H). 4. 2 3 -4. 2 9 (m, 1H), 4. 32 (t. J = 5. 89Hz, 1H). 
6. 98 (t, J = 5. 49Hz, 1H). 7. 21 (dd, J = 2. 68, 9. 
03Hz. 1H), 7. 36 (s. 1H), 7. 46 (d, 3 = 2. 68Hz, 1 
H), 7. 53 (d, J = 7. 81Hz, 1H). 8. 03 (s, 1H), 8. 18 
(d, J = 9. 27Hz, 1H), 8. 54 (d, 3=4. 39Hz, 1 H) 
SiMl (ESI-MS, m/z): 5 2 9 (NT) 

%f6flll 120 : N- (2-7DD-4 - {[ 6 h^->- 7 -f2 -^Uft'J J 
Ih^-»-4-^t'yiJ-^l t±kl 7i-il/) - N ' --fu\>)\,W7 
N-{2-^OD-4-[(7-t Ko + v-6-^ K*x-4-**'/U 
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7i-;H -N* -7'n¥)\,ryu 7 (7 2mg), m^'J^A (3 0m 
g), 1,2 -yyo€l^> (6 2 MI) ^N,N-y/fM;i/A7i H (4m 1 ) 

@*LT#e>n£$££x-x;PTtt#U N- (4- {[7- (2-7'o^xh 

-6-^ h+>-4-+^yu^;H - 2-^od7x-j1/) - 

N' -yPt°;U0U7&4 Omg, I$4 5%T1IL (4 5mg). 

^^'J^A (3 0mg), =E;P*y> (8 0 Ml) ^N,N-y/fMJkA75 
F (2ml) t:iiLt£T"-WWc. MEETM£g£ LTf#bn£2§£ 

#j£4 2mg, 5 6 

'H-NMR (CDC I a, 4 0 0MHz) : (5 0. 89 (t, J = 7. 32Hz, 
3H), 1. 4 3- 1. 4 9 (m, 2H), 2. 3 2 - 2. 3 8 (m, 2H), 2. 
66 (bs, 1H). 2. 79 (t, J = 5. 86Hz, 1H), 3. 04-3. 
0 9 (m, 2H), 3. 2 9 - 3. 3 6 (m, 4H), 3. 5 3 (m. 1H), 3. 
5 7 - 3. 5 9 (m, 2h), 3. 96 (s, 3H), 4. 31 (t, J = 5. 8 
5Hz, 1H), 6. 98 (m, 1H), 7. 21-7. 23 (m, 1H), 7. 
4 1 (s, 1H), 7. 4 6 - 7. 4 7 (m. 1H), 7. 5 5 (d, J = 12. 
69Hz,- 1H), 8. 03 (s, 1H), 8. 19 (d, J = 9. 27Hz, 1 
H), 8.5 5 (d, J = 5. 3 7Hz, 1 H), 

nmftVim (esi-ms, m/z) 5 1 7 (m + + d 

mmmi 21 n- (2-?pq-4- {[7 - (jj^bji^^yajj^viz 

6-^ h^->-4-^^-'/'J-;i/3 7x~;i/) — n ' -■/□e;t/frU7 

N-{ 2 - ^DD-4— [(7 - t Kn + v- 6 K*->-4-*^/U-;i/) 
**^] 7HJH - N ' -7a¥)l,0\s7 (5 5mg) .^BSA'JtfA (2 0 
mg). 3 - yot- 1 -7°D/ty-;U (6 2 Ml) ^^.N-y^fMMT 

an (4mi) \z®mLM&T'3mmwLfzo ^mTmrn^^vm^ntz 
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•>U*y^OTh^77^-II«k0lli!!L. M©<b£#|£2 5mg, iR$4 
0%T#fc. 

'H-NMR (CDC 1 3, 4 0 0MHz): (50. 91 (t, J = 7. 44Hz, 
3H), 1. 2 4 (bs.'lH), 1. 4 3- 1. 5 2 (m, 2H), 1. 9 7 ( t. 
J = 6. 22Hz, 2H), 3. 06-3. 11 (m, 2H), 3. 56-3. 7 
1 (m, 2H), 3. 97 (s. 3H), 4. 27 (m, 2H), 6. 99 (t, J 

= 5. 62Hz, 1H), 7. 23 (dd, J = 2. 6 8, 9. 0 3Hz, 1H). 
7. 38 (d, J = 9. 03Hz. 1H), 7. 47 (d, J = 2. 68Hz, 1 

H), 7. 54 <s, 1H), 8. 05 (s, 1H). 8. 20 (d, J = 9. 03 

Hz, 1H), 8. 5 5 (s, 1H) 

(ES I-MS, m/z): 46 1 (M + +l) 

mfaMl 2 2 .• N- (2 4 - {[7- (2-l:FDtylh^-» -6 

N-(2-^DD-4-[(7-th'n^y-6-^ h*x- 4 -+^VU J^P) 
7i-JH — N ' -~fu\i)^V7 (50mg). JfflgfcU^A (3 0m 
g). Xfl/>yD^tFU> (4 4/tl) 5N,N-y^fMJl/A75F (4 
ml) K:«»LMT3l^|yiffii$Lfc D *JET*&£SSfeLT*»Sttfc3B;*K:* 
^*DA, ^□□^ATttffiLfc. ^«JI£*S7K8£&±hU£AT«;iiU ME 

Bi^ii Lxmnrz^t & z □ o*^a/^ * / -;pt«bb"T5 •> u *y 

'H-NMR (CDC 1 3 , 4 0 0MHz) : 6 0. 91 (t. J = 7. 44Hz, 
3H), 1. 4 2 - 1. 4 9 (m, 2H), 3. 06-3. 11 (m, 2H), 3. 
8 0 - 3. 8 3 (m, 2H). 3. 98 (s, 3H), 4. 22 (t, J = 4. 6 
4Hz, 2H). 4. 98 (t, J = 5. 37Hz, 1H), 6. 99 (t, J = 
5. 37Hz, 1H), 7. 33 (dd, J = 2. 69Hz, 9. 03Hz, 1H), 
7. 39 (s, 1H). 7. 48 (d, J=2. 68Hz, 1H). 7. 55 (s, 
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1H), 8. 05 (s, 1H), 8. 19 (d, J = 9. 27Hz, 1H), 8. 5 
5 (s, 1H) 

Jta##fH (ES I - MS, m/z) : 4 4 7 (M + + 1) 

mt&Ml 23. -N- (2 □□- 4 - {[6-^N^v-7- U-bfUv^U 

*-h*-» -4-^^-yj-;ui^->) 7izjm — n' -7ae;^i/7 
mm (N - {2-Cuu- A-{ (7-kKn^-6-m>/-4-*t 

l/U-;U) -n ' -too^i^, 80m g) ,ft**iJ«^A 

(I38mg), A-i7UU^)V^)'jymmm. (4lmg) *N,N-S>*9\M* 

*A75K (lml) ««UotT3«j$Lit. EftfflfctotoiCfcjD*., 

(3/1) TttiBL7Co HJ* 

AT?tt*U »EET*IK*»5feLT#6nfc»$SHPLCCTll«L, SHO 

'H-NMR (CDCh, 4 0 0MHz) : 5 0. 9 6 (t, J = 7. 6Hz, 3H), 
1. 5 3 - 1. 6 4 (m, 2H), 3. 25 (dd, J = 7. 3Hz, 12. 9H 
z, 2H). 4. 07 (s, 3H), 5. 32 (s, 2H), 6. 66 (s, 1H), 
7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 27 (s, 1H), 
7. 29 (d. 3 = 2. 7Hz, 1 H), 7. 41 (d. J = 5 . 9Hz, 2H). 
7. 54 (s, 1H). 8. 24 (d, J = 9. 0Hz, 1H), 8. 59 (s, 
1H), 8.6 3 (d. J = 6. 1Hz, 2H) 
»*##HI (ES I -MS, m/z) : 4 9 4 (M + + 1) 

mmmi 24 : N-r2 - a 6-* s*->-7- [( 5-^*11 
v^>5MU) j^y] - 4 >)-)],) ?x-;h-n' -yoe 
;ufri^7 

N-(2-^PD-4-[(7-kHD + y- 6 h + v- 4 V'J x;U) 
7iZJH — N ' -7W;i^l/7 (7 0mg), wKrt'JtfA (3 0m 
gh ^>^/f I/>^D7< H (8 0 Ail) ^N.N-y^fMJPAySK (5 
ml) C»*LSfiT3«fHII»l/t. «ffT*a*S*LT»enfcaSKl* 

T»«£S£LT^*>ttfc8££i-5 i ;rafc#U N — [4- ({7- (5-7 
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□ ^>3MU) - 6 b*5s- 4 =.)],) ^+->] -2-7 

— N ' -7'dt:^9U7£4 3 mg , W4 6^fe, t#^>tl 
fctratt (4 3mg). StefcrtUtfA (3 0mg). *;M*U> (7 Owl) £N,N 
-y^WM7$F (4ml) K«*LMT-tt«#L£. MJ£Ti§&£ 
S5SLTf»e>nfca$»cfiaiP^K**^ h U 7A7jc&&£j&nA7np*;PATfl& 
fflUfc. W*iil£&7KM:fhU7AT3S$U «JBET»ttE*SSUT»Snfc 

'H-NMR (CDC l 3, 4 0 0MHz) : <5 1. 71 (t, J = 7. 32Hz, 
3H), 2. 28 (t, J = 7. 20Hz, 2H). 2. 63 (m, 2H), 3. 0 
8-3. 14 (m, 5H). 3. 2 9-3. 3 0 (m, 5H), 3. 47 (bs, 
1H), 3. 73 (m, 1H), 3. 8 6 - 3. 9 0 (m, 2H), 4. 36 (t, 
J=4. 65Hz, 3H), 4. 46 (t, J=4. 76Hz, 1H), 4. 77 
(s, 1H), 4. 99 (t, J=6. 34Hz, 2H), 7. 80 (m, 1 H), 
8. 02 (dd, J=2. 68Hz, 9. 27Hz, 1H), 8. 18 (s, 1 
H), 8. 27 (d, J = 2. 68Hz, 1H), 8. 34 (s, 1H), 8. 8 
5 (s, 1H), 9. 00 (d, J = 9. 03Hz, 1H), 9. 35 (s, 1 H) 
Mfi##rfi (ES I -MS, m/z) : 5 5 9 (M + + 1) 

mmmi 25:N- (2-»DP-4-r(6-^ h^->-7- {15- ( 1 H— 

i, 2, 3 - h *)7V-)V- i zrL^k) l>±M±£id -4-^yj-ju) 

^-^->17x-;i/} — N' -^DWU7 

h U77-Jl/(0.41mI), 1 -7o^_ 5 -/7 DD ^>^> (i.Oml), 3i)ftf 
h7 7*5 1 JU7> ; e^7A (lOmg), *S«fctf3 M*K<b^ h U 7 A;K« (lml) 
&7-th> (10ml) £ig#U 50*CT'18B#P^lt^Lfc. EJSfi£*jK:#£iinA. 

m U 4>ffl# (390mg) 

HCft (N — { 2 -7 □□- 4 -[ (7-kKt3*->-.6-^ h + x-4-^^-V 
U — JU) t+y]7i-JH — N' -7°Dtr;U7U7, 80mg) ,p^#U7A (l 
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38mgh %i!®<D$ffl# (52mg) JN.N-y/fWMJS h* (lm 1 ) \Z 

-)V (3/1) TtttilLfco «S£&7KM^MJ£AT<iS4£U MJIT« 
£@£LT*#£n7Hi§££HPLC(CT*it§3j U 3EH4>{fc£«4lm g . 

'H-NMR (CDCb, 400 MHz): 60. 96 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 5 (m. 4H), 1. 9 0- 2. 0 8 (m, 4H), 3. 24 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H), 4. 01 (s, 3H), 4. 17 (t, 
J = 6. 6Hz, 2H), 4. 44 (t, J = 7. 3Hz, 2H), 4. 88-4. 
94 (m, 1H), 6. 32 (s, 1H), 7. 14 (dd, J = 2. 7 Hz, 9. 
0Hz, 1H). 7. 25 (s, 1H), 7. 29 (d. J = 2. 7Hz, 1H), 
7. 48 (s, 1H), 7. 55 (s, 1H), 7. 70 (s, 1H), 8. 23 (d, 
J = 9. 0Hz, 1H), 8. 5 8 (s, 1 H) 

(ESI-MS, m/z) : 5 40 (M*+l) 
^jfifflll 26 : N' - (2-^PD-4- (f6-^h^->-7 - 
JMh^v) -4-^^'/'J-;M^-^->} 7x~;I/) -N, N-yl^l/ 
7 

JSC& (N ' - { 2 -£Dd-4-[ (7 - t'Hn + y- 6 - / h + v- 4 - + 
^-yU-;U) t*J/]7iz;H — N, n-PttfrVVT* 83mg) JkS^U 
£A (138m g). 4-^DD^5 L ;ue'Jx>^^ (49mg) fcN,N-S>/^ 
;^M7S h* (lml) \Z®mL£i&T~lsmm®ftLtz a RfcfeS&HZfc&jja 
X. 5uu-fo)\,k--7ui\J -)\, (3/1) TtetfiLfco W*Jl*^*iaK±h 
U^ATttjftL. »JETi8»S:e56LTf#&nfc»**HPLC»CTl»«!U * 

'H-NMR (CDCb, 400 MHz): 61. 26 (t. J = 7. 3Hz, 6H), 
3. 41 (q, J = 7. 1Hz, 4H), 4. 08 (s. 3H). 5. 32 (s, 
2H), 6. 98 (s. 1H), 7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 
1H), 7. 27 (s. 1H), 7. 29 (d, J = 2. 7Hz, 1H), 7. 4 
1 (d, J = 5. 9Hz, 2H), 7. 55 (s, 1H). 8. 37 (d, J = 9. 
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0Hz, 1H), 8. 58 (s, 1H), 8. 63 (d. J = 5. 9Hz, 2 H) 
ft*##HI (ES I -MS, m/z) : 5 0 8 (M + + 1) 

mmmi 27 :N- (2-^nD-4-{[6-^ H^v-7- (4-^JPfrU7 
7>*-» -4-^^'/U-^3 ^->} 7x-;p) -N' -y'nE)Vyu7 
N-{2-^DD-4-[(7-hHD + y-6-^ b*~>- 4 -=^7* U 

7iZJH — N' -7°D!f;i^U7 (7 Omg), jRKA 'J <7A (3 Om 
g), ^>^^fl/x^o= K (8 0 Ml) £N,N-:>**^;i/*;PA7S h* (5 

T*«*S5SLT#e)nfc9ssx-T-;pTME»L, n- (4- {[7 - (4-7* 

D^^h + y) -6-* h*x-4-*7-y*'J-;l/) -2-^DD7i 

-N' -7*Dtf;i/C?l/7$4 3mg, «4 6%T#fc. fcfcftfc+Mfr 
(4 3mg), ES^U^A (3 0mg). ^JpJfcU> (4 0 Ml) £N,N-v*?- 
^^7i F (4ml) fc*tfUMT!-Hftft#Lfc. «ET»«ISa*LT 
^snfcS$fcfiS»^K7lc^hU«7A7KjSKSJraA^oDsix;i/ATttffiLfc. 

*ATte*U «ffT»«*B*UT#&ftfc»S£* 

□ d^;ua// ^ j -)i-cmMtz> > u #y;u7 ot h 7*^ 7^ -cj: o was 

U mmmt'&'foZ 2 3mg, W5 3%Tf#fc. 

'H-NMR (CDC 1 3, 4 0 OMHz) : 6 0. 99 ( t , J = 7. 32Hz, 
3H), 1. 5 6 - 1. 6 2 (m, 13H). 2. 0 0-2. 0 8 (m, 2H), 3. 
2 6 - 3. 2 8 (m. 2H). 4. 04 (s, 3H), 4. 24 (m, 2H), 4. 
7 2 -4. 7 7 (m, 1 H), 6. 65 (s, 1 H), 6. 99 (s, 1H), 7. 
19-7. 2 6 (m, 1H), 7. 3 0 (s. 1H), 7. 3 2 - 7. 3 4 (m. 
1H), 7. 51 (s, 1H), 8. 25. (d, J = 9. 03Hz, 1H), 8. 
6 1 ( s , 1 H) 

SIMM (ES I -MS, m/z) : 5 4 5 (M + + 1) 

gfijifly 28 :N- [2-7C3D-4 - ({ 6 - ^ H^->- 7 - [2 - (4-*5=- 
il/^7y7)I^->] -4-^^- > /'J-;U} 7i-JH - N ' -7° 
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N-(2-^aD-4-[(7-th'P+y-6-^ 4 -=^7*1) 

7HJK -N' -7'Ptf^^I/7 (6 Omg). ifcSfcfr'J^A (3 Om 
g), 1,2-->*^P ; EX^> (7 Owl) ^N.N-y^fWAJS K (4ml) 

ZnuMA-vmmLtz. tll6!l*lith'J!>AT«*L, iffTi§«$ 
S£LTt#enfc8l££x-- r^T'SfcfrU N- (4 - ([7 - (2-7atxh 
-6-^ h^->-4-+±^U-;H -2-^DD7iIJW - 

N' -7W^7l/7£4 6mg, JR$6 ft&nfc+IHM*: (4 6mgh 

j^#'J7A (2 Omg), N-*^;Utf^v> (5 Owl) £N,N-vpWU 
*;k&75 K (3ml) fc**UiIT-W|«sUft, »ET*«E««*LT1» 

□ *;|,A/;* ^ y -;UTHWTS ->l) tiffr*? □ h 7*7 7 ^ -£ J; D*fg2 U 

'H-NMR (CDCh, 400 MHz): 60. 99 (t, J = 7. 32Hz, 
3H). 1. 6 1-1. 6 4 (m, 2H), 2. 75 (m, 2H), 3. 0 0-3. 
16 (m. 4H), 3. 25-3. 16 (m, 4H). 3. 2 5 - 3. 2 9 (m, 
2H), 4. 02 (s, 3H), 4. 2 7 -4. 3 5 (m, 2H), 4. 78-4. 
83 (m. 2H). 5. 33 (s, 3H), 6. 69 (s, 1H), 7. 17 (dd, 
J = 2. 68Hz, 9. 03Hz, 1H), 7. 31 (s, 1H), 7. 49 (s, 
1H). 8. 26 (d, J = 9. 27Hz, 1H), 8. 59 (s, 1 H) 
SiMI (ES I-MS, m/z): 5 3 0 (M + +l) 



SMMi 29 : N— (2-7DD-4 - [(7 - (2 - [( 2 - k H u*~/jL i ?)V) 

OLOdlZAZJ xh*->} -6-^h4 : y-4-WJ-;i/) ^-^^3 7 
x~;t/} -n' -7°pe;i/7U7 

N-{2 - 7on-4-[(7 -k Kd^*>~ 6-* 4 -*^v* U x;U) 

7i~;H - N ' -7otf;U71/7 (65mg), »iJ^A (30m 
g), 1,2 - v7d ; EX^> (3 0 Ml) £N,N-v^;i/*;UA7$ H (4m 1 ) 
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SSl/TiSnfeSSSl-f^TftjlL, N— (4- {[7- 
*'» -6-^h + ->-4-^/U=;W -2-^D07x~;i/) - 

N' -yntf;U^7l/7^3 6 mg , |$4 5%T#fc. 1#Sttfc>fra# (3 6mg). 
&SS#'J*A (3 0mg), N-^5 1 ;i/X^y-;U7=> (3 0 ill) £N,N-*>* 
^fM^A75 K (3ml) lC»*LMT-*«#Lfc. MJETi£$£S£ 

'H-NMR (CDC 1 3 , 4 0 0MHz) : 6 0. 98 (t, J = 7. 32Hz, 
3H), 1. 59 (m, 2H), 1. 94 (bs, 1H), 3. 23 (m, 2H), 

4. 03 (s, 3H), 4. 07-4. 15 (m, 4H), 4. 76 (m, 4H), 

5. 35 (s, 3H), 7. 10-7. 17 (m, 1H), 7. 28 (s. 3H), 
7. 40 (s, 1H), 7. 54 (s, 1H). 8. 37 (d. J = 9. 03Hz, 
1H), 8. 64 (s, 1H) 

K«##fM (E S I —MS, m/z) : 5 0 4 (M + + 1) 

illU 30 : N- [2-^DD-4 - ({ 6 - * h*->- 7 - [3 - (4-*?- 

)±^z2^DlEM±Jd -4-*j-yij-)U) 7x-;i/] -n' - 

N-{2-£oo-4-[(7-fc KP*->-6-* h*i<-4-*ri-VV=.M 
7i-iH — N ' -Zfn\f)\,VU7 (75mg), mH^'J^A (3 0m 
g), U-y^ntyn/O (7 5^1) $N,N->7f J^JI/A75 H (4m 

8&£SS£LTfc5;nfcS££x-7\Jl/Tift#U N — (4 - ([7 - (3-7o 
t^O^y) -6-^h + y-4-+t l / l J-Jl] - 2 -^DD7i 

XJl/) — N ' -7u\*)\,V\s7*S Omg, iR$5 2%Tit flit* IBM* 
(3 Omg), ftK*'J9A (2 Omg), N - tf ^7 y> (4 0 Ml) £N, 
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N->7fMM75H (3ml) l;»fi^aT-*«»lfc. MET®® 

«fc0»»U »{^|j5 2 0mg, iK$6 3 %Tf#fc. 
'H-NMR (CDC 1 3 , 4 0 0MHz) : 6 0. 99 (t, J = 7. 32Hz, 
3H), 1. 5 8 - 1. 6 2 (m, 2H), 2. 2 5- 2. 5 0 (m, 3H), 2. 
7 0 - 2. 8 5 (m. 3H), 2. 9 2 - 2. 9 8 (m, 3H), 3. 25 (m, 
2H), 4. 04 (s, 3H), 4. 25 (m, 2H), 4. 83 (m, 3H), 5. 
34 (s, 3H). 6. 70 (s, 1H). 7. 21 (dd, J = 2. 68, 9. 
03Hz, 1H), 7. 26 (s, 2H). 7. 31 (s, 1H). 7. 49 (s, 
1H), 8. 18 (d, J = 9. 27Hz, 1H), 8. 59 (s, 1 H) 

MMft-flrM (ES I -MS, m/z) : 5 44 (M + + 1) 

gffiMl 31:N'-f2-^DD-4- ({6-* K*v-7-f2- (ltf- 
1, 2. 3-h'J7'/-^-l-f^) Xh^y1-4-^t'/'J-;i/} 

7xr)H~N, N-y'XfJ^|/7 
ISCft (N' - (2 -^□□-4-[ (7-tKo^y-6-^h + y-4-^ 

^-VU-;U) t+->]7i-JH — N, N-yI^"7l/7, 83m g) 0 
(l38mgh 2- (1H— 1, 2, 3- HJ77;U- 1 — f;W x^;i/ 4 

-*?\H/- 1 -^<>-fe*>7;;i/7^^- h (59mg) JN,N-y/WM7 
(lml) £$#L80t:Tl8ll#Hffi#Ljfc. S.^ffi^ttCTKSJnA. fun 

*)\,K-7urtJ-)\, (3/1) TttttJLTCc «i^i«ith'J^ATS 

•t'W^i H UX^7 5 > (0.027ml) <7){7 UUfr)\,2± (lml) jgjfcK:, Ott" H 
U^Xv-*> (90mg) in AT, 30#m8l#Lfc. S^^^ort^Lfc^ 
yX^7=> (0.044ml) ZmTLTlNXs 2^FW*ntTM*T»iftLfc. S 

^ (3/1) TttfflLfc. WM£4S*86K^MJ£AT$£jBIU MEETiS$££ 
ig£LTf#bft£S££HPLCtIT*jti2!U ££©fb£*b£30mg. M29% 
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'H-NMR (CDCb, 4 0 0MHz) : <5 1. 2 6 (t, i = 7. 1Hz, 6H), 
3. 41 (q, J = 7. k lHz, 4H), 4. 03 (s, 3H), 4. 53 (t, 
J = 4. 9Hz, 2H), 4. 94 (t, J = 5. 1Hz, 2H), 6. 98 (s, 
1H). 7. 13 (dd, J = 2. 7Hz, 9. 0Hz, 1H). 7. 26 (s, 
1H), 7. 73 (s, 1H). 7. 94 (s, 1H), 8. 38 (d. J = 9. 0 
Hz, 1H), 8. 6 0 (s, 1H) 

1W<]1 3 2:3- {f4- (3 (f (ylW$;) ^7>>U^ — 
;H7S7} 7i7^y) - 6 h^->- 7 -*^/'J X JH^->} hf ;U 
- N, N-ylfM-A'^ K 

(N ' - {2-tnu- 4-[ (7-tFo+y-6-^h + y-4- + 
^/UXJl,) t^y]7xZJK — N, N-^X^;i/^7l/7, 83mg) ,^gg* 'J 
£A (l38mg), 1 -yp/ty-;|/ (0,027ml) £N,N- 

*;UA75 K (lm 1 ) C8*L80'CTl8l5rafl|#Lfc. EJ&ig^fcfcTKfcjQ*., 

>?uu-fc)Vk-zrun;-)\, (3/1) TtttHLfc. w«E£&7K«EBfc±hy? 

ftfc. *ffl#£ HJX?-J|,75> (0.027ml) <D>?UUfc)V2* (lml) j§«j{I. 0 
■CT-hU^xy> (90mg) iPAT, 30#IWfl&#Lfc. RJ»ig'&«!lSO , CK:»fllL 
fclfc. ylWSy (0.044ml) SrfKTLTjD^., 2W s iniiSiT?#fil/ 
fee SJ&S^#iCfiafii^B67Ksll^-hU^A7K»«**Jp>L, 0 uu*)VA-7°u 
(3/1) TttfflL/i. Wai^*7K«g^h'J^AT^L. ffi!£T 

^17%^#7tc 

'H-NMR (CDCb, 4 0 0MHz): fil. 04 (t, J = 7. 1Hz, 6H). 

1. 22 (t. J = 7. 3Hz, 6H), 3. 09 (q, J = 7. 1Hz. 4H), 

3. 36 (q, J = 7. 1Hz, 4H), 3. 75 (t, J = 6. 3Hz, 2H), 

3. 97 (s. 3H), 4. 29 (t, J = 6. 1Hz, 2H), 6. 93 (s, 
1H). 7. 10 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 24 (d, 

J = 2. 7Hz, 1H), 7. 27 (s, 1H), 7. 45 (s. 1H), 8. 33 
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(d, J = 9. 3Hz, 1H). 8.5 5 (s, 1 H) 
%MM1 3 3 : N— f2 - £DD-4 - ({6-* h^->-7-f3- (4-fcf'J 

mm (N- (4- {[7- (3-7*D^7°0#+-» - 6 h^~>-4 - + 
j-V*J-)U]**i/} - 2 - 0 uuy X.-M- — N' 80mg) , 

8Mfcfr»J£A (138m g). 4-^;U^77*htfU v> (22mg) £N,N-v*3\>l, 
**A75 h* (1ml) fc**LMT3ll$M«#Lfc. 
i70o*M-yn/V-;i/ (3/1) TttaBLfc. W«0£fc#56B&±MJ£ 

□ ^SreOmg. M72%~Cl#/c. 

'H-NMR (CDCh, 4 0 0MHz) : 5 0. 9 1 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 0 (m, 2H), 2. 2 4-2. 3 2 (m. 2H), 3. 11- 
3. 2 4 (m, 4H), 3. 99 (s, 3H), 4. 25 (t, J = 5. 9Hz, 
2H), 4. 7 0-4. 8 0 (m, 1H). 6. 62 (s, 1H), 7. 11 (d 
d, J = 2. 7Hz, 9. 0Hz, 1 H), 7. 11-7. 16 (m. 2H). 7. 
23 (s, 1H), 7. 25 (d, J = 2. 7Hz, 1 H), 7. 45 (s, 1H), 
8. 19 (d, J = 9. 0Hz, 1H), 8. 3 0 -8. 3 4 (m. 2H), 8. 
5 5 (s, 1 H) 

K*#*ffl[ (ES I -MS. m/z) : 5 5 4 (M + + 1) 
ftMmi 3 4 : N— (2-7PD-4-f (6-pt h-^->- 7 - {3-f (1 
^)V-lH- l, 2, 3, 4-fh77-;i/-5--f» ^17°n^->) - 
4 -*j-*S *)=.)],) ^->17x-JH — N ' --fU\L)\,tj\,7 

mm (N — (4- {[7- (3-7Dt7D^y) -6-*h*5>-4-* 
t7'J^i^+y) - 2-^D07i->) - N ' --/U&UVUY. 80mg) , 
&K*U2A (l38mgh 5-^;U*7*h- 1 - f h5!/-^ (23mg) £N,N 
-y^fWAJSH (1ml) l:i§iLiST3fl$F«Lfc t 

iZ7kzm*^ >7uu-fc)\,ix-7urt;-)v (3/i) T-ttttjLfeo wai^^jc 
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U StH©ffc£<lfe*7lmg, *mS5%T*%tz. 

'H-NMR (CDC13, 4 0 0MHz): 50. 9 1 (t, J = 7. 3Hz, 3H), 
1. 51-1. 56 (m, 2H), 2. 3 9- 2. 4 8 (m, 2H), 3. 17- 
3. 23 (m, 2H), 3. 56 (t, J = 7. 1Hz, 2H), 3. 86 (s, 
3H). 3. 97 (s, 3H), 4. 27 (t, J = 5. 9Hz, 2H), 4. 7 
5-4. .82 (m, 1H), 6. 63 (s, 1H), 7. 10 (dd, J = 2. 7 

Hz, 9. 0Hz, 1H), 7. 24 (d, J = 3. 7Hz, 1H), 7. 44 (s, 
1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 55 (s, 1 H) 

mmfttirm (ESI-MS, m/z) : 5 5 9 (M + + 1) 

&860j|l 3 5 : N — (2 - {f6-^ h^->-7- (3-bf^'Jv 

/7°a^^y) -4-WJUWy) 7x-j[/) - N ' -ynfc^frU 

7 

N — (2-^nn-4-[ (7-kh'D+y-6-^h + y-4-^/'jr 
;W t+->]7i-JH -N' -yDtfJU^lyJ (500m g) J^^'J^A (857 
mg). l,3->?7*n ; E:7*D/1> (0.5ml) fcN,N-5>*3\Mv>l>A7S K (5 
ml) MLifiT3eP«Lfc. »ffiTJ8&£S£LT»S*lfc£SK:7K 
^DD^/l/A/2-7"D/W-;i/ (4/1) TttfcBL/Co WliS^^iult 

N- (4- {[7- (3 -zfn±ya-#3ris) - 6 - * h=¥ x- 4 VU - 
^l^+x) - 2-^OD7x-JH — N* -7"Dtf;U>7U7S:451mg, JR* 7 
1%T#£. N- (4- {[7- (3 - 7* - 6 h*->- 4 

-+t l /U^]t+y) - 2-i?DP7x-iH — N* -7D^^l/7 (70 
mg). j^g^'J^A (54mg). kr^'Jv> (39ul) £N,N - is *J-)li£)V2*T 5 
K (2ml) £Jg#Lgi&T-l!fe8K#Lfc. «JETJg«S£S£LT&6tt;fcgiS 
tffift^gg**^- h U 7A7k7g$E£iD*7 □ D*;UATfflffiLfc. W$I/I£M7K 

'H-NMR (CDCb, 4 0 0MHz) : 6 0. 9 8 (t, J = 7 . 6 Hz. 3H). 
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. 1. 46 (br, 2H), 1. 5 4- 1. 6 6 (m, 8H), 2. 15 (br, 2 
H), 2. 44 (br, 2H),2. 55 (br, 2H), 3. 2 0-3. 3 0 (m, 
2H), 4. 04 (s, 3H), 4. 27 (t, J = 6. 6Hz, 2H), 4. 77 
(t, J = 5. .9 Hz, 1H), 6. 6 5 (s, 1H), 7, 17 (dd, J = 2. 
7Hz, 9. 0Hz. 1H), 7. 32 (d. J = 2. 7 Hz-, 1H), 7. 33 
(s, 1H). 7. 49 (s, 1H). 8. 24 (d, J = 9. OHz, 1H), 8. 
6 1 (s , 1 H) 

mffiMl 36 : N- [2-£DD-4 - ({7-*H^v-6- f 2 - (4-pt^ 

;ue^7>v) xK*vj -4-^^vu-;u} 7x-;n -n' -y 

(N- { 2 -^DD-4 - [(6-th'0 + y-7-/ H*->- 4 -^VU X 
;U) 7x-;H — N ' --Ju)d)lVU7 (5 0 Omg), (8 

57mgh 1, 3-y^Ptyo/O (0. 5ml) SN, 
75. H (5ml) KS*LMT3l&ra«#Lfc. «JET*«*«*UT»6tl 
fcSSCTkSinA, ^ao^;l/A/2 -yoAV-jU (4/1) TtttiJLfc. W 

x^TSfc^U N — (4- {[6- + -7-*h*->-4- 

*^-yU— JP] - 2 - ^DD7iUH — N ' -yn ¥)],0U7&4 5 

lmg, JK^7 l%Tf#/£. N - (4- {[6- (2 -7-* 
h*is-4-*1-V x )-)V} - 2-^OD7xZJH - N ' -yotf^ 

71/ 7 (50mg), 0?g?#U7A (40mg), N- *3\l|/tf^7 v > (50/i 
l) £N, N-y^fWA7$F (1ml) \Z®ML^UT'-m®&Lfzo 
MJ£T®m£%£ LT%*>nfcmis izmftmmmj- h U 7 A7jq£fl££j!jn*.T7 

£ L Tf# b tT7c^ £ £ 7 n □ /ft;i/A/;* 7 /" > 'J )V9 D?h 
ifyy^f-iZ^OmmL. II^ft&2 0rag, iK*4 4%TWc 
'H-NMR (CDC 1 a , 40 0MHz): 6 0. 98 (t, J = 7. 3Hz, 
3H). 1. 5 6 - 1. 6 5 (m. 2H), 1. 77 (br, 4H), 2. 3.1 (s. 
3H), 2. 53 (br. 2H), 2. 71 (br, 2H), 2. 97 (t, J = 6. 
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1Hz, 3H), 3. 2 4-3. 2 9 (m, 2H), 4. 04 (s, 3H), 4. 3 
2 (t, J = 6. 1Hz, 2H). 4. 83 (br, 1H), 6. 69 (s, 1H), 
7. 16 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 30 (s, 1H), 
7. 31 (s, 1H), 7. 55 (s, 1H), 8. 25 (d, J = 9. OHz, 
1H), 8. 6 2 (s, 1H) 

(E S I —MS, m/z): 5 2 9 (M + + 1 ) 
mffiMl 37 :N--[2-gcm-4 ((7-* h^>-6- [3- (4-X^)l 
£$Z2Z) ^Pzfrfry] -4-^^--/'j t±kl 7x-;H — n ' --7° 

(N- { 2 cm-4 - [(6-kKD^y-7-/ 4 -+±»/U - 

sfr+S'] 7x~;U} -N* -7'Dt?;U"7l/7 (5 0 Omg). j^#'J<7A (8 
57mg), 1, 3-y7'nt7*0/0 (0. 5ml) ^N, N-y^fMM 
75 K (5ml) C8*t/SfflT3^W»»Lfc. »EET»Ji£B£LTf»5n 
fcSISfcTlcfcin*., ^OD^;i/A/2-7'aAV-;i/ (4/1) TttttlLfc. W 

x;PT«fe*L, N — (4- {[6- (3-7D^yo^-» -7-* K*^-4 
-+^-'/U-;W ttzs) - 2-i?OD7x"JH - N ' -7°Otf;U'7U7^4 
5 lmg, JR^7 1 %mfZo N— (4- {[6- (3-7ot7"n#+y) - 7 
h + x- 4 ^-+->} - 2-i70D7i~;H — N' -7*D 
tf;i/«7lx7 (5 Omg), ^g6*U«^A (40mg), N-*^;Hf (5 
Otf 1) £N, N-y^fMM7$H (1ml) l:S*LtfiT-ft8»L 

@£ l Tf# b ftfcgi £ £ 7 □ □ a / * ? j - ;ptsbb f 3 -> u # y;u 7 d t 

'H-NMR (CDCh , 4 0 OMHz) : <5 0. 98 (t. J = 7. 6Hz, 
3H), 1. 5 8- 1. 6 4 (m. 2H), 1. 71 (br, 4H), 2. 31 (s, 
3H), 2. 5 3 (b r, 2H), 2. 7 1 (br, 2H), 2. 11-2. 1 7 (m, 
2H), 2. 30 (s, 3H), 2. 5 9 - 2. 6 2 (m, 2H), 3. 24-3. 



WO 00/43366 



PCT/JPOO/00255 



- 129 - 

29 (m, 2H), 4. 04 (s, 3H), 4. 26 (t, J = 6. 6Hz, 2H), 
4. 80 (br, 1H), 6. 67 (s, 1H), 7. 17 (dd, J = 2. 7H 
z, 9. 0Hz, 1H), 7. 31 (s, 1H), 7. 31 (s, 1H), 7. 52 
(S, 1H), 8. 25 (d, J = 9. 0Hz, 1H). 8. 61 (s, 1 H) 
SM##rffl (ES I -MS, m/z) : 5 4 3 (M + + 1 ) 
mmmi 3 8 : N- (2-^7PP-4- [\7 h*is-6- (2-hf'J 22k 
-4-^^->/U-;m^-^->} 7x~;i/) -N' ~-fU\i)V^U7 
TO (N- { 2 4 -[ (6-th'D+y-7-^h : t : y-4-4 1 t 

VU-^) ^y]7x-jH - N ' -yPtf;U>j7l/7, 80mg) J^U-^A 
(l38mg)» 2- (^DD^M lf'Jy>MI (41mg) ^N.N-v^^U 
*;UA75 K dm 1 ) 3 BfP^W TO^tKC7j<^jD^. 

^pp*;ua-7paV-;U (3/1) -effltBLfco #^^»7jcM^-hU^ 

fb£$/£54mg. iK^55%Ti#7to 

'H-NMR (CDCh, 4 0 0MHz) : <5 0. 9 1 (t, J = 7. 6Hz, 3H), 
1. 5 1-1. 5 8 (m, 2H), 3. 17-3. 2 2 (m, 2H), 4. 0 2 (s, 
3H), 4. 69 (br, 1 H), 5. 36 (s, 2H), 6. 57 (s, 1H), 
7. 08 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 21-7. 29 (m, 
2H), 7. 5 3 - 7. 5 5 (m. 2H), 7. 66-7. 71 (m, 1H), 8. 
15 (d, J = 9. 0Hz, 1H), 8. 5 5 - 8. 5 7 (m, 2 H) 

Sf*##fffi (ES I -MS, m/z) : 4 9 4 (M + + 1) 

HMffJl 3 9 : N- (2-^7PP-4- (f7-^h^->-6 - (3 -^ft'J 

^p^y) z.±z±±VU ^2kl*±id ^x-;i/) -n' -yowi/ 

7 

TO (N — (4- {[6- (3-7P#*-» - 7-* h*->-4-*^/U 
-2-^DD7HJH -N' -7°n¥)WyU7. 54mg) 
T^U^A (l38mg). t;U^U> (0.017ml) ^N.N-y^f K (l 

mi) tcMLnor-esBtF^^L/to KfomsmzTkzto*.. ^DDWA 

-yp/ty-;u (3/1) T*}ffi{±JL/to fii^WltMJ^ATeU 
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'H-NMR (CDCh, 4 0 0MHz) : <5 0. 9i(t, J = 7. 6Hz, 3H), 

1. 4 7- 1. 5 9 (m. 4H), 1. 8 8- 2. 0 0 (m, 2H), 2. 3 5- 

2. 4 8 (m, 4H), 3. 2 0 (del, J = 7 . 3Hz, 12. 9Hz, 2H), 

3. 6 2-3. 7 4 (m, 4H), 3. 97 (s, 3H), 4. 15 (t, J = 6. 
3Hz, 2H), 4. 7 4-4. 8 0 (rru 1H), 6. 63 (s, 1 H), 7. 0 
9 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 24 (d, J = 2. 7Hz, 
1H), 7. 42 (s, 1H), 8. 18 (d, J = 9. 0Hz, 1H), 8. 54 
(s, 1H) 

ff*##TM (ESI-MS, m/z): 5 3 0 (M + + 1) 

140 :N- (2-^DD-4 - r(6 - (3 - (2-t h'D^ylf^) 

{^j-M 7$yi-7°o^^v} - 7-^ h^->-4-^^-vu-;u) ^'>17 

Mm (N — (4- {[6- O-fn^fn^iy) -7-^h^~>-4- + 
-2-^OD7x-jW - N ' -yot?;i^U7. 5lmg) , 
mmftWlx (68mgh 2- (/5";i/75y) X^/-;i/ (I5mg) £N,N- 
y/fWA7=H (lml) (C^L80 < CT3B#TO^L/io Kfo&%®\Z 

7k*m^ >?uuirs)vi±--7unj -)\, (3/1) TttaiLfeo ^mmzm?^ 

'H-NMR (CDCI3, 4 0 0MHz) : 6 0. 9 5 (t, J = 7. 6Hz, 3H). 
1. 5 3- 1. 6 2 (m, 2H), 2. 08-2. 1 5 (m. 2H), 2. 3 0 (s, 
3H), 2. 58 (t. J = 5. 4Hz, 2H), 2. 68 (t, J = 7. 1Hz, 
2H), 3. 21-3. 26 (m. 2H), 3. 60 (t, J = 5. 4Hz, 2H), 
4. 02 (s, 3H), 4. 23 (t. J = 6. 3Hz, 2H), 5. 06 (t, 
J = 5. 6Hz. 1Hz), 6. 79 (s, 1H), 7. 13 (dd. J = 2. 7 
Hz, 9. 0Hz, 1H), 7. 2 7 - 7. 2 8 (m, 2H), 7. 48 (s. 1 
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H). 8. 21 (d. J = 9. 0Hz. 1H). 8. 58 (s, 1 H) 

HflBffiJ 14 1 :N- (2 -£PP-4 - U6-*h=E->-7- (2-EU^JU 

*±±2) -4-^7 'J;i/l^-^-» 7x.=.M - N' -yPbf^^U7 

IRK (N- {2-*PP-4-[ (7-kFD + ->-6-/h + y-4-^; 
iJJP) t+-/]7x-;H -N' -^DWUT. 80mg) (13 
8mgh 2 - <7UU*?)V\Z*)V>m®M. (4lmg) £N,N- S?*3\M/*JUA 
75 h* (lml) JCit^L80 < CT3^»L/c o fil6»*«IC*«lDA, ttu 
ptM,A-7*P/V-;P (3/1) TttffiLfc. HJ£ AT 

ftflfcU »BET*«*S*LT»&nfc3aS£HPLCfc:T««L. a«©fls-& 
#l£8lmg, JR*82*T»fc. 

'H-NMR (CDCh, 4 0 0MHz): 50. 97 (t. J = 7. 6 Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9H 
z, 2H), 4. 05 (s, 3H). 4. 7 5 -4. 8 2 (m, 1H), 5. 42 (s, 
2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 67 (s, 1H), 7. 08 

(dd, J = 2. 9Hz, 9. OHz, 1H), 7. 19 (d, J = 2. 7Hz, 
1H), 7. 44 (s, 1H), 7. 53 (s, 1H), 7. 56 (d, J = 7. 8 
Hz, 1H), 7. 69 (dt, J = 2. OHz, 7. 8Hz, 1H). 8. 25 

(d. J = 9. OHz, 1H), 8. 46 (d. J = 5. 1Hz, 1H), 8. 6 
1 (d, J =4. 6Hz. 1H) 

HStftffte (E S I -MS. m/z):4 9 3 (M + + 1) 

mmmi 4 2 : n- (2 4- u 6-^*^-7- (3-e»j^;u 
mn (n- [2-i?uu-A-[ (7-t h*^-4-*y 

U;W t+y]7iZJH — N ' -7'atr;U7U7. 80mg) ,fitK*U^A (13 
8mg), Z-9uu*3-)VWzs>mkM. (4lmg) £N,N-v?*3MM^A 
75F (lml) K&#L80t;T3l5HJft#Lfc. SJ^^t^KSriP;^ 7P 
□ ^^A-^P/V-;!/ (3/1) TiWLfc. fil^iMtHJ-^Alr 
ttiftU »£ET*ME*«3cl/Tfl&nfc!l**HPLCK:Tll«IL. 3aS©ffcS 
K70mg, M7l£Tfffc. 
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'H-NMR (CDCb, 4 0 0MHz): 5 0. 9 7 (t, J = 7. 3Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 3Hz, 12. 9H 
z, 2H), 4. 02 (s, 3H), 4. 8 2-4. 9 0 (m, 1H), 5. 30 (s. 
2H), 6. 47 (d, J = 5. 4Hz, 1H), 6. 72 (s. 1H), 7. 09 
(dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J=2. 7Hz, 
1H), 7. 32 (dd, J=4. 9Hz, 7. 8Hz, 1 H) 7. 47 (s. 1 
H), 7. 52 (s, 1H). 7. 84 (d, J = 7. 8Hz, 1H), 8. 26 (d, 
J = 9. 3Hz, 1H), 8. 47 (d, J = 5. 4Hz, 1H), 8. 58 (d, 
J = 3. 2Hz, 1H), 8. 7 5(s,lH) 

KM^-lffft (ES I -MS, m/z) : 4 9 3 (M + + 1) 

^1fcM 1 4 3 : N- (2 □□- 4 - (f6 h^*>- 7 - (4 - bfU 22k 

M.n (N — (2-^DP-4-[ (7-tKP^y-6-/h4 1 y-4-^y 
U;U) t+y]7i;JH -N' -yatf^^UZ. 80mg) (13 
8mg), 4-i7UU^)V^)9>mmm. (4im g) £N,N-->*pWl.*;i/A 
75 H (lml) C»«U80lCT3«f|HHl»Lfc. Efcffi^toKiTKfciD*, *n 
□ *:^A-7°a/W-^ (3/1) TttffiLfc. W«0 HJ £ AT 

tt»U »ffiT*K£S£LT»eft&»S£HPLCK:Tfl«j U MtfXt; 



□ 



tf£71mg, iK$71fcT®fc. 



'H-NMR (CDCb, 400 MHz): 50. 97 (t. J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m. 2H), 3. 25 (dd, J = 7. 1Hz. 12. 9H 
z, 2H), 4. 05 (s, 3H), 4. 8 6 -4. 9 2 (m, 1H), 5. 32 (s, 
2H), 6. 48 (d, J=4. 7Hz, 1H), 6. 73 (s. 1H), 7. 08 
(dd. J = 2. 7Hz. 9. 0Hz, 1H), 7. 19 (d, J = 2. 9Hz, 
1H), 7. 38 (s. 1H), 7. 41 (d. J = 6. 1Hz, 2H), 7. 54 
(s, 1H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 
4Hz, 1H), 8. 61 (d, J = 6. 1Hz, 2 H) 
KS##T{i (ES I -MS, m/z) : 49 3 (M + + 1) 

14 4 : N- (2 □□- 4 - (f 6 - / h^->- 7 - (2 - ^JHfr'J 
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mm (N- {2-^PO-4-[ (7-t h*D^S>-6-^ K + 
lUU) t*y]7iiW -N* -yDtf;U^l/7, lOOmg) .j^g^U^A (l 
72mgK 1,2 -y7*OW> (0.086m 1 ) ^N,N->7fM^A75 h' (l 
ml) lZ®ffiL£&T3mm%l&Lfz> K^m^mzj^tuX, *pp*;I,A- 
ya/W-^ (3/1) nmtHbrzo lll^l«tF'J5ATei, M 
ET^^^LTtfe-tlfcJ^^^X-x^T^L. (N- (4- {[7 

- (2 -7*n^xh*-» -6-^h^y-4-+yUil/]t*y} -2-7P 
□ 7xx;U) — N * -y'n^JlOUT) zmtz. *mw, «£U7A (i38mg), 
; E;U^U> (0.17ml) ^N.N-y^WATSF (lm 1 ) CiJIUsotlr 

20#p B Ui#L/c. S^^^(C7j<^Jn^. ^pp*;1/A-7°pav-ju (3/i) 
nfc^^^^pp^juA/^^y-^T-ji^'r-i)x'j^y;i/^PTh^77^- 

'H-NMR (CDCh, 400MHz): 50. 9 1 (t, J = 7. 6Hz, 3H). 

1. 5 0 - 1. 5 9 (m, 2H), 2. 5 7 (t, J =4. 6Hz, 4H), 2. 

88 (t, J = 5. 9Hz, 2H), 3. 18-3. 23 (m, 2H), 3. 68 
(t. J=4. 6Hz, 4H), 3. 94 (s. 3H), 4. 26 (t, J = 5. 

9Hz, 2H), 4. 98 (t, J = 5. 3Hz, 2H), 6. 41 (d. J = 5. 

3Hz, 1H), 6. 74 (br, 1H), 7. 03 (dd, J = 2. 7Hz, 9. 

0Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1H). 7. 34 (s. 1H), 

7. 43 (s, 1H), 8. 42 (d, J = 5. 1Hz. 1 H) 

Kfi##HI (ES I -MS, m/z) : 5 15 (M*+ 1) 

^SffJl 4 5 : N-f2 -?PP-4-r f 6 h^->-7-f2- (1H- 1, 

2, 3 - N'J7'/-;i/- 1 -4)V) xh^yl-4-^yUJH ttyUiZjM 

- N ' -7°Pfcf;UfrU7 

H£f (N— {2-^PP-4-[ (7-th'0^y-6-/h + y-4-^; 
•j;W t^y]7x-JH — N' -7"Pt?;i/7l/7. 80mg) ,j^#'J7A (13 
8mg), 2- (1H-1, 2, 3- HJ7V-JI/- 1 -<)V) JL^)l 4-* 
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1 -*<>M>7.)l7*j— h (59mg) SN,N-5?^?MM75 H 
(lml) K»#Ll20t;T5l$M«#Lfc. Efcfi^tofcTRfcfln*, 

A-yp/v-ji/ (3/i) traaiLAc. Gmm&mxmwti' b v v &"&£jiku 

PLCCTlfil, £B®ffc£«l£92mg, JR^XT&fc. 
'H-NMR (CDCb, 4 0 0MHz) : 6 0. 9 7 (t, J = 7. 6Hz, 3H), 
1. 5 7 - 1. 6 3 (m, 2H), 3. 2 3 - 3. 2 8 (m, 2H). 4. 01 (s, 
3H), 4. 52 (t. J = 5. 1Hz, 2H), 4. 81 (br, 1H), 4. 9 
3 (t. J = 5. 1Hz, 2H), 6. 47 (d, J = 5. 4Hz, 1H), 6. 
69 (s, 1H). 7. 08 (dd, J = 2. 7Hz. 9. 0Hz. 1H), 7. 
18 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 51 (s, 1H). 

7. 72 (d, J = l. OHz, 1H), 7. 97 (d, J = l. OHz, 1H), 

8. 26 (d, J = 9. OHz, 1H), 8. 48 (d, J = 5. 4Hz, 1 H) 
M*##H1 (E S I - MS, m/z) : 4 9 7 (M + + 1) 

4 6:N-f2-^DD-4- ((7-T2- (lH-l-f S^/'JJI/) 
I^yl-6-/h^y-4-t/'JJH ^^7i-;H-N' -7°Db!JU 
■ 

JgC£|- (N — { 2 4 -[ (7-tFa + y-6-/h + y-4-^; 

«y]7i"JH — N* -yofcf;|/^l/7v 80mg) ,&gg#»J#A (13 
8mgK 2- (1H— 1 5^VU;U) X^U 4 - *^U- 1 -^>if >7. 

V (59mg) ^N,N-y7fMM7$H (lml) KH8JSU20 
"CT5^88«iLfc. SJftig^ftKzfcSiina., ^najj^kk-^ovv-ju (3/ 

»&nfc8S£, ^ □ □ ^j|,A - / ^ y - Jl^Tlii bfcH P L C CT^I! L, g 
H®*fc£tt«:8lmg, iK*82%-ef#fco 

'H-NMR (CDCh, 4 0 0MHz): 60. 96 (t. J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 5 (m, 2H), 1. 9 0 - 2. 0 8 (m. 2H). 3. 24 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H), 4. 01 (s, 3H), 4. 17 (t, 
•J = 6. 6Hz, 2H). 4. 44 (t, J = 7. 3Hz, 2H), 4. 88-4. 
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94 (m, 1H), 6. 32 (s, 1H). 7. 14 (dd, J = 2. 7Hz. 9. 
0Hz, 1H), 7. 25 (s. 1H), 7. 29 (d, J = 2. 7Hz, 1H), 

7. 48 (s, 1H), 7. 55 (s, 1H), 7. 70 (s, 1H), 8. 23 (d, 
J = 9. OHz, 1H), 8. 58 (s, 1 H) 
ff*##rfit (ES I -MS, m/z) : 4 9 6 (M* + 1) 

mmmi 4 7 n- (2-^dd-4- f r 7 — o-bKo^o^) 

- 6 h*->-4-*7 'J W4^>} — N ' - 7°D fc^l/fr 1^7 

11$- (N — {2-ZUU- 4-[ (7-kHo+-/-6-^h + y-4- + / 
UJU) t^y]7x-JH -N ' -7°Dhf;U^7U7, 80m g) t m&* x )Vk (13 
8mgh 3 -7"oqB- 1 -7*P/ty-;U (o.027ml) £N,N - i?*7)U*)UJ* 
75. F dml) fc**LS»Tl8WrM«#L&. EJ&ig^l&lczKfcJo*.. 7o 

□ ^;ua-7°o/\v-;I/ (3/1) TifflLit. wa®£&*5iSgtf-h d^at 

'H-NMR (CDCh, 4 0 0MHz): 60. 92 (t, J = 7. 6Hz, 3H). 
1. 4 5- 1. 6 2 (m, 2H), 2. 0 9-2. 18 (m. 2H), 3. 2 1 (d 
d, J = 7. 1Hz. 12. 9Hz, 2H). 3. 87 (t, J = 5. 6Hz, 2 
H), 3. 94 (s, 3H), 4. 31 (t, J = 6 . 1Hz, 2H), 4. 81- 
4. 87 (m. 1H), 6. 42 (d, J = 5. 1Hz, 1 H), 6. 69 (s, 
1H). 7. 03 (dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 14 (d. 
J = 2. 7Hz, 1H). 7. 36 (s, 1H), 7. 43 (s. 1H), 8. 20 
(d. J = 9. OHz, 1H), 8. 42 (d. J = 5. 4Hz, 1 H) 
gEMMi 48 :N- [2 -7DD-4- (( 6 h*i/- 7 - [2- (4-^ 

)V£^2221 ^h*->] £*v0 7x-;u] -n' -ype 

mm (N — (4- ([7- (2-7'Dtlh + y) - 6-^h + v-4- + 7'J 
;W - 2-7DD7I-W - N ' -yDtr;i/'7^7. 50mg). mm. 

ft'J^A ( 1 3 8rag), 1 -/5 1 ;ue^7> ? > (0. 0 5 5ml) £N, N- v 
*^;U*;UA7=- K (lml) iCjg^LMTl 8B#ra«#Lfc. £jSjg£ft£ 
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**in*, ^od^;i/A-7'oav-;u (3/1) TamLfc. GMmzm*%i 

'H-NMR (CD C 1 3 , 400 MHz): 60. 92 (t, J = 7. 3Hz, 
3H), 1. 4 9- 1. 6 2 (m, 2H), 2. 24 (s, 3H), 2. 35-2. 
70 (m, 2H), 2. 90 (t, J=4. 6Hz, 2H), 3. 21 (dd, J 
= 7. 3Hz, 12. 9Hz, 2H), 3. 94 (s, 3H), 4. 26 (t. J 
= 6. 1Hz, 2H), 4. 7 5-4. 8 5 (m, 1H), 6. 41 (d, J = 5. 
1Hz, 1H), 6. 67 (s, 1H), 7. 04 (dd, J = 2. 7Hz, 9. 
0Hz, 1H), 7. 14 (d, J=2. 7Hz, 1 H), 7. 34 (s, 1 H), 
7. 42 (s, 1H), 8. 19 (d. J = 9. 0Hz, 1H), 8. 42 (d, 
J = 5. 1Hz, 1H) 

mmmm (ESI-MS, m/z) : 5 2 8 (M + + 1) 

^SSffJl 4 9 : N- (2 - £ □□- 4 - (f7- "(2-b h'D^ylF^y) - 

flCtt (N— {2-^DD-4-[ (7-kh f O + x-6-/ h*->-4-3V 
LUU) t+y]7i-/H - N ' -ynt^^l/Z. 80mg) J*g£;*7U<7A (13 
8mg). (0.021m 1 ) ^N,N-y^fWA75 F (l 

ml) K»#LMTl8fl*lflffi#Lfc. S^jg^tttZ*£llDA, ^oo^A- 
7-OAV-)U (3/1) TttttiLfc. fiI$S7Wth'J^AWU M 

'H-NMR (CDCb, 4 0 0MHz) : <5 0. 96 (t. J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd. J = 7. 1Hz, 12. 9 
Hz, 2H), 3. 9 9 (s, 3H), 4. 0 7. (t, J =4. 4Hz, 2H), 4. 
28 (t, J=4. 6Hz, 2H). 6. 46 (d. J = 5. 4Hz, 1H), 6. 
77 (d, J = 8. 3Hz,lH), 7. 08 (s , 1H), 7. 08 (dd. J=2. 
7Hz, 9. 0Hz, 1H), 7. 42 (s, 1H), 7. 49 (s, 1H), 8. 
25 (d, J = 9. 0Hz. 1H), 8. 48 (d. J = 2. 9Hz, 1 H) 
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MMMl 50 : N- {2 -frcm-4-r (7 - (2-f 

JRft (N- (4- {[7- + -6-^ h**>— 4-*y 

U;P]^*->} -2-^D07i_A) -NT --?U\>)WVT. 50mg) 
#U^A (l38mg). 2- (p< 3^1/75 /) X^y-jU (0.040m 1 ) £N,N- 
y^fWA75 h' (lml) C^LiigTlsWLfc. KfoiZSmz 
7K£Jnx.. ^nn*;PA-yp/ty-;u (3/1) TtttBLfc. *r8&Ji£&*6jE 

U %M <Dik-£%j 5:53m g, iR*l06XTf»fc. 

'H-NMR (CDCh, 4 0 0MHz): fiO. 9 7 (t, J = 7. 6 Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 2. 42 (s, 3H). 2. 69 (t, J = 5. 
1Hz, 2H). 3. 00 (t, J = 5. 6Hz, 2H), 3. 26 (dd, J = 
7. 1Hz, 12. 7Hz, 2H), 3. 64 (t, J = 5. 1Hz, 2H), 3. 
99 (s, 3H), 4. 26 (t, J = 5. 6Hz, 2.H), 4. 66-4. 69 
(m, 1H), 6. 46 (d, J = 5. 1Hz, 1 H), 6. 70 (s, 1H), 
7. 09 (dd, J=2. 7Hz, 9. 0Hz. 1H), 7. 19 (d. J = 2. 
7Hz, 1H), 7. 39 (s. 1 H), 7. 47 (s, 1H), 8. 24 (d, J 
= 9. OHz, 1H), 8. 4 7 (d. J = 5. 1Hz, 1 H) 
KM^-tffM (ES I -MS, m/z) : 5 0 3 (M + + 1) 

mmmi 51 n- (2-^dd-4- ir6 b^-y- 1 - o-^uteu 
yy°D^-» -4-^;'jji/it^-» 7xx;u) -n' -7'nbf;i/^U7 

(N- (4- {[7- (3-7"Dt7"D^y) - 6- ^h^->-4-=^ 
/*))V\** s s\ -2-^PD7i-W -N' -7W;|/£U7, 52mg) 
mtl'JOA (I38mg). qE;i/*U> (0.044ml) 3rN,N — y/f j^JI/A7S 
h* (lml) izmmLmi&T'lsmmMftLtz. Kfo&'&mzTk.ZMpL. 
)Vk--?unj-)V (3/1) Tfflffibfc. ff«JI*fc*a»^MJ£ATE* 
U «JET8&£S5&LTf&e»ttfc»S«:, X— r;i/Tifc# U %m<D<k£M$: 
23m g, W44%Tf#/c„ 
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'H-NMR (CDCla, 4 0 0 MH z ) : 6 0. 9 2 (t, J = 7. 6Hz, 3H), 

1. 4 9- 1. 6 0 (m, 2H), 2. 02-2. 11 (m, 2H), 2. 40- 

2. 47 (m. 4H). 2. 52 (t, J = 7. 1Hz, 2H), 3. 21 (dd, 
J = 7. 1Hz, 12. 9 Hz, 2H), 3. 6 2 - 3. 6 9 (m. 4h), 3. 9 
5 (s, 3H), 4. 20 (t, J = 6. 6Hz, 2H), 4. 7 0-4. 7 8 (m, 
1H), 6. 41 (d, J = 5. 1Hz. 1H), 6. 64 (s, 1H), 7. 0 
4 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 15 (d, J = 2. 7Hz, 
1H), 7. 37 (s, 1H). 7. 43 (s. 1H), 8. 20 (d, J = 9. 0 
Hz. 1H), 8. 42 (d, J = 5. 4Hz, 1 H) 

mffiMl 5 2 :N-f2-?DD-4- (6-;*h**>-7- {T3 - (4-^^ 

0*4 (N — (4- {[7- (3-7*D^7°0^+-» -6-*h*~>-4-* 
-2-^OD7x-;|/) - N ' -/Dt;^l/7, 52mg) 
fifcrtUtfA (138m g)» l-^^e^7y> (0.055ml) £N,N-v*^;i> 
*;UA7S H (lml) fC»*LMTl8RflW«»Lfc. R*fi^*fc:*€4PA, 
^□□*;UA-:/n/\v-;u (3/1) TfflttJLfc. MJ* 

te£4&£4img> iR^76%Tf#/i. 

■H-NMR (CDCh, 4 0 0MHz) : <5 0. 9 2 (t, J = 7. 6Hz, 3H), 
1. 4 9- 1. 6 4 (m, 2H), 2. 02-2. 10 (m. 2H), 2. 23 (s, 
3H), 2. 3 0 - 2. 5 6 (m, 8H), 2. 52 (t, J = 7. 3Hz, 2H). 

3. 20 (dd, J = 7. 1Hz, 12. 9Hz, 2H), 3. 94 (s, 3H), 

4. 19 (t, J = 6. 8Hz, 2H), 4. 8 3-4. 9 2 (m. 1h), 6. 
40 (d, J = 5. 1Hz, 1H), 6. 69 (s. 1H), 7. 03 (dd, J 
= 2. 9Hz, 9. 3Hz, 1H), 7. 14 (d. J = 2 . 7Hz, 1H), 7. 
35 (s. 1H), 7. 42 (s, 1H), 8. 19 (d, J=9. OHz, 1H), 
8. 42 (d, J = 5. 4Hz, 1H) 

nmfttirm (ESI-MS, m/z): 5 4 2. (M + + 1) . 
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HIIMi 5 3 : N-f2-^ao-4- (6 h*->- 7 - (f 3 - ( 1 H— 1 . 

2, 3 - m Ti/— 1 — r;u) 7Wyi-4-^yj;M 71 

KU7y-;K0.41ml), l-7'D^-3-^D07'o;0 (0.79ml), 3 
h^> r 5 i ;P7> ; E-^A (lOmg), & £#3 MtKM^ h U tfArtjgfc (lmi) 
£7-feh> (10ml) £jg#U 50 t CT-18U#F B im^L7c„ SJSfflfctofcrtfcJn*., 

»U (327mg) 

(N — {2-^DO-4-[ (7 -h KD + ->- 6 h*5/-4-*/ ij 
t^y]7iZJH -N' -7°n¥)U0U7, 80m g) A (138 

mg)> nHi£<D<pfflfo (43mg) SN,N-^^;p*;PA75 K (lm 1 ) IZfeB 

L8oVT»3mmmftLfzo K^m^z^aa^ ^oo^a-^pav-;u 

(3/1) TtttfJLfc. W«WiSSt*«E»±hU^A-CI6iil/, M£ET?g®<&@ 
ifeLT^^nfcgSS.. /^^/-;HrJl^T-5HPLCtcJ:DM®! 

'H-NMR (CDCh, 4 0 0MHz): 5 0. 9 7 (t, J = 7. 6 Hz, 3H), 
1. 5 4 - 1. 6 5 (m, 2H), 2. 4 9 - 2. 5 8 (m, 2h). 3. 26 (d 
d, J = 7. 1Hz, 13. 2Hz, 2H), 4. 01 (s, 3H), 4. 15 (t, 
J = 5. 9Hz, 2H). 4. 69 (t, J = 6. 6Hz, 2H), 4. 90-5. 
00 (m, 1H), 6. 46 (d. J = 5. 1Hz, 1H), 6. 77 (s, 1H), 
7. 08 (dd, J = 2. 7Hz, 9. OHz, 1H). 7. 19 (d, J = 2. 
7Hz, 1H). 7. 36 (s, 1H), 7. 51 (s, 1H), 7. 61 (s, 1 
H). 7. 6 7 (s, 1H), 8. 2 6 (d. J = 9. OHz, 1 H), 8. 47 (d, 
J = 5. 4Hz, 1H) 

KS##tM (ES I -MS. m/z) : 5 1 1 (M + + 1) 
mffiffll 5 4 :N-r2-^DD-4 - ({ 7 — f 3 — (1H-1 — T$?V'j;l/) 
•/□^^vl-6-^ h^->-4-^y UJUl ^v) 7X-JH-N' -7afcf 
>>Ufr U7 
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'-f 5 *V-;K680mg), 1 -ZTU^-Z-Zuu-Juny (0.79ml). 37ftf- 
h^^J^Z^A (lOmgh fc<ttf3M7KK<b^hU9A#88i (lml) 
£7-feh> (10ml) £8#U 50 < CTl8P#Mi*Ufc. S«jS^«Hl7k*inA, 

ML. 4»M# (1- {Z-ZUU-JuMM -lH-f = :?V-Jk 525rag) £ 

H*4 (N- {2-^dp-4-[ (7-kFo+y-6->h4 : y-4-4 : y 
U;U) t+y]7iZJH -N' -7°ne;i/7l/7. 80mg) A (13 

8mg). HfiffiO^lffltt (42mg) $N,N-y/^WM75F (lml) dig 
»U80'CT?3I^K«J*Ufc. S^ri^{37j<^Jinx., 7DD*;UA-7°o/W- 
)V (3/1) TflbaiUfc. W«JiSr^*aE»^hU^ATftj«IL. ^JETO^<£ 

%£LT%t>titz%2Z, ^dd^a /**y-;PTSB8T*HPLcicj:0tt 

'H-NMR (CDCh, 400 MHz): 60. 91 (t, J = 7. 3Hz, 3H), 
1. 4 8- 1. 6 0 (m. 2H), 2. 2 7-2. 3 6 (m, 2H), 3. 20 (d 
d, J = 6. 8Hz, 12. 9Hz, 2H), 3. 97 (s. 3H), 4. 06 (t, 
J = 5. 9Hz, 2H), 4. 21 (t, J = 6. 8Hz, 2H), 6. 39 (d, 
J = 5. 4Hz. 1H). 6. 90 (s, 1H), 6. 9 8 - 7. 0 4 (m, 2H). 
7. 12 (d, J=2. 7Hz, 1H), 7. 30 (s, 1H), 7. 44-7. 
48 (m, 2H). 8. 22 (d, J = 9. 0Hz, 1H), 8. 41 (d, J = 
5. 4Hz, 1H) 

$mWl 55 : N- { 2 -£aa-4 -f (7 - (2-fv (2-l:Hn^yXf 
;U) 7$/lXh^->} -6-* h^v-4-^7 t^yl7x^} — N 
' 1x7 

JjR^ (N — (4- {[7- (2-7'DtXh + y) - 6 - ;* h*x- 4 / 
'j;U]^-» -2-7D07x~;U) — N * -7D^;U-j7U7, 50mg) 
#'J7A (138m gh l-^f;Hf<7y> (0.055ml) ^N.N-v^^U* 
;UA75K (lml) K$#L£i&Tl8l5[affi#Lfc. S^fl^tCTK^JOA, 
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t7uu*)iL-zfun;-)v (3/1) -efflaiLfc. #&m&m*m&*bvy 

'H-NMR (CDCh, 400 MHz): 50. 92 (t, J = 7. 3Hz, 3H), 
1. 5 0- 1. 6 0 (m, 2H), 2. 74 (t, J=4. 9Hz, 4H), 3. 
04 (t, J=4. 9Hz, 2H), 3. 15-3. 24 (m, 2H), 3. 60 
(t, J = 5. 1Hz, 4H). 3. 94 (s, 3H), 4. 17 (t. J = 5. 
0Hz, 2H), 6. 41 (d, J = 5. 4Hz, 1H), 6. 75 (s, 1H), 
7. 04 (dd, J = 2. 4Hz, 8. 8Hz, 1H), 7. 14 (d, J = 2. 
7Hz, 1H), 7. 38 (s, 1H), 7. 43 (s. 1H), 8. 19 (d. J 
= 9. 0Hz, 1H), 8. 42 (d, J = 5. 4Hz, 1 H) 
|||jigy 56 :N- (2-^DD-4-f (7- { 3 -fv (2-fc Ho^ylf 

;p) 7$7i:/atf*->} - 6 ±^±y_}jju) t^-»7xz;n - 

N' -7Dfcf;t/frU7 
JRW (N- (4- ([7- - 6 -^h + >/-4-^ 

-2-^no7x-;u) -n' -ydtr^u-T, 52mg) ,m 

K#U2A (l38mgK vX^y-;P7=> (53mg) £N,N-y^fJ^M 

75K (lml) K**LM-ri8iSMtt#Lfc. fiJSg£ttC*£in;L, 

□ ^;UA-7°DAV-;i/ (3/1) T&fflL/r. WttM£fc*iSitf-MJ2A"T? 

$)£4img, iR¥82%Tt#fe. 

'H-NMR (CDCh, 400 MHz): (50. 89 (t, J = 7. 3Hz, 3H), 
1. 4 6- 1. 5 6 (m, 2H), 1. 9 7 - 2. 0 5 (m, 2H), 2. 63 (t, 
J = 5. 1Hz, 4H), 2. 69 (t. J = 6. 1Hz, 2H), 3. 19 (d 
d, J = 7. 1Hz. 13. 2 Hz. 2H), 3. 60 (t, J =4. 9Hz, 4 
H). 3. 94 (s, 3H), 4. 3 2 ( t ; J = 5. 9Hz, 2H), 5. 27- 
5. 3 5 (m, 1H), 6. 3 7 (d, J = 5. 4Hz, 1H). 6. 9 4 (s, 
1H), 7. 01 (dd, J = 2. 9Hz, 9. 0Hz, 1H), 7. 10 (d, 
J = 2. 7Hz, 1H), 7. 42 (s, 1 H), 7. 53 (s, 1H), 8. 19 
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(d, J = 9. 0Hz, 1H), 8. 35 (d, J = 5. 4Hz, 1 H) 
M#*H! (ES I -MS, m/z) : 5 4 7 (M + + 1) 
mmn 5 7 : N- ( 2 -£pp-4 -r (7 - (3-r (2 -b Kp*vx^;u) 

;H -N' -ypbf;u»^7 

mn (N— (4- {[7- -6-*h*~>-4-* 
JV)V\**is} -2-^PP7x-;b) - N ' -7*nt:;K7k7, 52mg) 
&#'J7A (138m g). 2- (^?;i/7'y) (0.040ml) £N,N- 

7j<?rto^, 7PP*;t-A-7'PAV-^ (3/1) TtttBLAc. W*gJI£M*&S 
U 3SJH<&{t;£4&£5img. JK¥98%Tl#fe. 

'H-NMR (CDC13, 4 0 0MHz) : <5 0. 9 1 (t, J =7. 6Hz, 3H), 
1. 4 5- 1. 5 9 (m, 2H), 2. 05 (t, J = 6. 8Hz, 2H), 2. 
24 (s, 3H). 2. 51 (t, J = 5. 1Hz, 2H), 2. 59 (t, J = 
7. 1Hz, 2H). 3. 20 (dd, J = 6. 8Hz, 12. 9 Hz. 2H), 
3. 57 (t, J = 5. 4Hz, 2H), 3. 95 (s, 3H), 4. 22 (t, 
J = 6. 3Hz. 2H), 5. 0 0 - 5. 0 8 (m. 1H). 6. 40 (d, J = 
5. 1Hz, 1H), 6. 79 (s, 1 H), 7. 03 (dd, J=2. 7Hz, 
9. 0Hz, 1H), 7. 13 (d, J = 2. 7Hz, 1H), 7. 4 2 6 (s, 
1H), 7. 4 3 3 (s, 1H), 8. 19 (d, J = 9. 0Hz. 1H), 8. 4 
0 (d. J = 5. 4Hz, 1H) 

(ES I -MS, m/z) : 517 (M + + 1) 
jyjfljl 5 8 : N-f2 -7PP-4 - ({6 h^~>- 7 -f4- (ltf-1, 

2, 3- Hj7_ylz2kz 1 zrQkj 7>*^i-4-*y u;u} j^y) 71- 

h'J7V->/K0.41ml), 1 -7*d*- 4-7 DD7^> (0.93ml), 3-)ftfh 
y7?)\,7 (lOmg), &&Zf3M7miti-hWA7k®m (lmi) $ 

7irh> (10ml) \Z®ML, SOVT'lSmrm&Ltc, Kfo&Gmzfc&tiaZ.. 
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«U (1- (4-^PO^;i/) -1H-1, 2, 3-h'J7'/-;k 

314rag) 

mn (N— {2-^PP — 4— [ (7-kKO + y-6-/h^y-4- + y 
U;i/) t+y]7x~M — N' -7*PfcMl^7, 80mg) U £ A (13 

8mg). mftV^mfc (48mg) $N,N-y/f F (lm 1 ) \zm 

;U (3/1) TffltBLAco ***«*R*8tBl^hU^AT«J»L, «jET»«E* 
«*LTf*Snfc»3*:, *PP*;|,A /j**y-;UTSH!TSHPLCl;:«I:Dtt 
«U M©fb£tt£42mg. J&$40%Tt#7co 

1 H — NMR (CDCb, 4 0 0MHz): 60. 9 6 (t. J = 7. 3 Hz, 3H), 

1. 5 4- 1. 6 5 (m, 2H), 1. 8 8- 1. 9 8 (m, 2H). 2. 14- 

2. 24 (m, 2H). 3. 26 (dd, J = 6. 6Hz, 13. 2 Hz, 2H), 

3. 99 (s. 3H), 4. 20 (t, J = 5. 9Hz, 2H), 4. 55 (t, 
J = 7. 1Hz, 2H), 5. 0 0 - 5. 0 6 (m, 1H), 6. 46 (d. J = 
5. 4Hz, 1H), 6. 80 (s, 1 H), 7. 08 (dd, 3 = 2. 7Hz, 
9. 0Hz, 1H), 7. 19 (d, J = 2. 7Hz, 1H), 7. 37 (s. 1 
H), 7. 49 (s, 1H), 7. 6 8 - 7. 7 2 (m, 2H), 8. 26 (d, 

J = 9. 0Hz, 1H), 8. 47 (d. J = 5. 1Hz. 1 H) 

K*##rM (ES I -MS, m/z) : 5 2 5 (M + + 1) 

^MffJl 5 9 : N- (2-^DP-4-r(6-^h^x-7 - {f5- (IH- 

i, 2, 3- HJ7i/-;u- i --r;u) ^>£2kl±±>d -4-tyj;» a- 

hU7y-;K0.41ml), 1 -^P^E- 5-^7 DP^>^> (1.0ml). 3 ^ftx 
h7^Jl/7>^-^A (lOmg), 43«fctf3M#K{fc^ HJtf ATkJg* (lml) 
^7th> (10ml) fcjg#U 50'CTl8l^raffli*Ufc. EJfcJB£*!>K:**j||lA % 
^PP^ATttaiLfc. ^T«IS$4S7KfiftK±hU^ATS*IL. Ml£Ti3$£ 
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fiU ^fflfc (1- (5 -ZuuKy^fr- i H- 1 , 2, 3-HJ7V-Jk 
390mg) 

«C*f (N- { 2 -£PP-4 -[ (7-kKo+>'-6-^h + i/-4-^y 
LUM t+->]7z-JH -1ST 80m g) ,«R#'J£A (13 

8mg), WifiOtfMft: (51mg) $N,N-y/WM7S K (lm 1 ) fljg 
fi?L80'CT3B#ra^Lfc. S^S^ttC**liDA, * □ PxM'A - ~Tu AV - 
)V (3/1) Tfi&fctJLfc. M/l£&7j<SfS&:hHJ£ATi£4£U $JET?§&£ 
%£LTm<bntzm2Z> y*PP*;i,A / ^^y-;i/THi§T-5HPLCtCc);0iW 
»U gjgtfM£'&#)£33mg, »31%Tt#fe. 

'H-NMR (CDCh, 400 MHz): (50. 92 (t, J = 7. 6Hz, 3H), 
1. 4 7 - 1. 5 9 (m, 2H), 1. 8 5 - 2. 0 3 (m, 4H), 3. 21 (d 
d, J = 6. 6Hz, 13. 2Hz, 2H), 3. 94 (s, 3H), 4. 11 (t, 
J = 6. 3Hz, 2H). 4. 38 (t, J = 7. 1Hz. 2H), 4. 86-4. 
94 (m, 1H), 6. 41 (d, J = 5. 4Hz, 1H), 6. 71 (s, 1H). 
7. 03 (del, J = 2. 4Hz, 9. 0Hz, 1H). 7. 14 (d, J = 2. 
7Hz, 1H), 7. 31 (s, 1H), 7. 43 (s, 1H). 7. 51 (s, 
1H). 7. 64 (s, 1H), 8. 20 (d, J = 9. 0Hz, 1H), 8. 41 
(d, J = 5. 4Hz, 1H) 
R»##HI (E S I -MS, m/z): 5 3 9 (M + + 1) 
gMgy 6 0 : N-f2 -^7 DP- 4 - ({ 7 -f4 - ( 1 H— 1 5. ffV'J JU) 
7>^yl-6-^h^y-4-^y'Jil/) 7X-JH-N' -7'Pfcf^ 

<5^'/-;K680mg)> 1 4-^ OD-7*^> (0.93ml). 3£ffcxh 

yy^J^jy^-^A (I0mg)> ^ e fc^3M7jcM^h'J^A7K^ (lml) £ 

7-feh> (lomi) \z®bl. 5ox:T*i8mremft Ltz. Kmm^m\z^iiux, 

^PP*;UATtttt5L£. Wlil£&7kfit^HJ?ATg;*£U MffTig&£ 
g£LTf#£n;t^££. y-PP*;UATM§flT3£PV h^^-tc^DSt 
§SJU tf>ffl# (1- (4-^DD7'^) -lH--f$^/-)k 756mg) £t# 
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m® (N— {2-^OD-4-[ (7-th*D^>-6-^^y-4-+; 

■j;w t+y]7iz;n -n* -yoe;p^i^7, somg) a (13 

8mg), £ J: tffl&JB (48mg) &N,N-y7^*M75 H dm 1 ) 

fcfc«L80rT3P#ra«#L£. SJ5S^«C**llDA, 2 UU*)\,k-Zfun 
/-)l> (3/1) TfflffiUfc. W»fl*fc*«H&*M;tfATft*U »BET* 
«*ff*LT#&ftfc«afc, *do*;|,a / **y-;UTJR§BT*HPLCK:«fc 
B««U SjHtfMfc£^£29mg, iR#28*"T?f»fc. 

'H-NMR (CDC13, 4 0 OMHz) : 5 0. 9 6 (t, J = 7. 3Hz, 3H). 

1. 5 4- 1. 6 5 (m. 2H), 1. 8 3- 1. 9 5 (m, 2h), 1. 98- 

2. 08 (m. 2H). 3. 25 (dd, J = 6, 8Hz, 12. 7Hz. 2H), 

4. 00 (s, 3H), 4. 10 (t, J = 7. 1Hz. 2H), 4. 20 (t, 
J = 6. 1Hz, 2H), 5. 08-5. 16 (m, 1H), 6. 46 (d, J = 

5. 1Hz, 1H), 6. 83 (s. 1H), 6. 97 (s, 1H). 7. 06 (s, 
1H),. 7. 0 8 (dd, J = 2. 9Hz, 9. 3Hz. 1H), 7.18 (d, J 
= 2. 7Hz, 1H). 7. 37 (s, 1H), 7. 49 (s. 1H), 7. 58 

(s, 1H), 8. 26 (d, J = 9. OHz, 1H), 8. 46 (d, J = 5. 
4Hz. 1H) 

$kti&M 161 ; N- (2 □□- 4 - fT6— ^h^'>— 7 — (4 - b°'J vUU 
*h*is) -4-*j->SiJ-M**is} y^-)V) — N ' - (2, 4-/7J^ 

0*4 (N ' - |2-£OD-4-[ (7-th'Oty-6-^h + y-4- + 
f/'J^). t+->]7x-;H -N* - (2, 4-y7MD7i-M -7 U 
7, 80mg) .p^ft'J^A (l38mg), 4 -^DD^/HfU v^&g^ (4 
lmg) ^N.N-y^fJ^MJ-h' (lm 1 ) fc*#LMTi8l$ratt#L 
7c. KJ&®£ttC7K£iQ;t, ^ODtJn^A-^daV -;U (3/1) TJfittJLfc. 

'H-NMR (CDCh, 4 0 0MHz): 54. 03 (s, 3H), 5. 46 (s. 
2H). 7. 0 3-7. 11 (m, 1H), 7. 2 8 - 7. 3 8 (m, 1H), 7. 
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47 (s, 1H), 7. 50 (d, J = 5. 9Hz, 2H>. 7. 56 (d, J = 
2. 7Hz, 1H), 7. 61 (s, 1H), 7. 95 (s, 1H), 8. 09-8. 
18 (m, 1H), 8. 19 (d. J = 9. 0Hz, 1H), 8. 57 (s, 1H), 
8. 63 (d, J = 5. 9Hz, 2H), 8. 81 (s, 1H), 9. 30 (s, 
1H) 

mmmi 62:N-(2-?PP-4-{f6-y h^->-7 - (2-^JUrt'J 
/Xh*-» -4-^j- > yj-;H^-^-» 7xZJV) - N ' - (2, 4-y7 

(N* - {2-^DO-4-[ (7-bh'D^>-6-^h + y-4- + 
t'/'J-^) ^->]7x-JH — N ' - (2, 4-y7MD7i-;P) OU 
7. lOOmg) .j^g^U^A (857m g), 1, 2 - vT/P^EX* > (0.085ml) £ 

N,N-y^f^A7SK dm i ) \zmmL^uxn8mmmn^Lrzo Kmm 

£mz7k$:m?L> ZnnMA-yn/sy-fr (3/1) T«jfflL7c 0 W$gjf£ 

ft#U + (N — (4- {[7- (2-^D.EXh + -» -6-*h*i>- 

- 2 -^D07xX;U) -N' - (2, 4-y7^ 
^-□7xx;U) ^7^7) tntzo $mfc, mmtlWL. (l38mg)> ^;u*u> 
(0.05ml) ^N,N-y/fMM7$ K (lral) Kfg$P L^i£-tri8P#F B 1®# 
L7c. K/ft^^t^Srinx.. ^PD^^A-yp/ty-;!/ (3/1) TlfittiLfc. 

P P^JPA/y * 7 -;UTa^1"§HPLC{Cct D*f$!iL> SHCD^^^57m g . 

'H-NMR (CDCh, 4 0 0MHz) : 5 2. 5 4- 2. 6 3 (m, 4H), 2. 

8 5 -2. 9 4 (m, 2H), 3. 6 6 - 3. 7 3 (m, 4H). 3. 97 (s, 
3H), 4. 2 5 -4. 3 2 (m, 2H), 6. 7 7 - 6. 8 8 (m, 2.H), 7. 

09 (s, 1H), 7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 1H). 7. 
2 5 7 (s, 1H). 7. 2 6 4 (s, 1H). 7. 44 (s, 1H), 7. 90 
-7. 99 (m, 1H), 8. 22 (d, J = 9. 0Hz, 1H), 8. 56 (s, 
1H) 
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MMfttirM. (E SI-MS, m/z): 586 (M + + 1) 

63 :N- (2-7PD-4- {f6-pt H^y- 7 - Q-^JUfr'J 
^D^-» -4-^^-VU-;M^^} 7x-J1.) -N' - (2, 4-S? 

TO (N- (4- {[7- (3-7 , Dt7"D^y) - 6 -^b*^-4-* 
^-y«J-;i/]^-+x} -2-^OD7i-JW -N' - (2, 4-^7MD7 
x~;|/) 7L^7, 59m g) J^fr'J^A (857m gh ^E;|/*U> (0.043ml) £ 
N.N-y^f^MJSF (lm 1 ) t^L^iSTl8fl#^»Lfe. 
^tH^Jc^in*. ;7 nn*;i,A-7*nAV-;u (3/1) TjfittSLfc. fimm&m 
?mm-f- b 'J tfATttKU »£ET»»&«5feLTfl6nfc3SI**x— r^TrSfe 
#U 3cH<ZMfc£#j£53mg, JR^89%T#7Co 

'H-NMR (CDCb, 4 00MHz): 52. 06-2. 16 (m, 2H), 2. 
4 3 -2. 5 7 (m, 4H), 2. 56 (t, J = 6. 8Hz, 2H), 3. 68 
-3. 75 (m, 4H), 4. 03 (s, 3H), 4. 27 (t, J = 6. 6Hz. 
2H). 6. 79-6. 91 (m, 2h), 7. 14 (s, 1H), 7. 19 (dd, 
J = 2. 7Hz, 9. 0Hz, 1H), 7. 28 (s, 1H), 7. 29 (d, J 
= 9. 0Hz, 1H), 7. 33 (s, 1H). 7. 49 (s, 1H), 8. 26 (d, 
J = 9. 0Hz, 1 H), 8. 6 1 (s, 1H) 

K*#tfrffi (E S I -MS. m/z) : 6 0 0 (M + + 1) 

mmmi 64:N-f2-^na-4- ((6-^K4 1 '>-7-f3- (4-/5 1 

)±&S2£y) ya^->i-4-^j-'/'j-;u} a-^y) 7x~;h-n' - (2, 

4-y7JI/tn7i-^) 

TO (N- (4- {[7- (3-7'O^yp^+x) - 6 h + ->-4- + 
tyj-^t+y] - N ' - (2, 4-y*7M07 

x-;U) 7U7, 59mg) ,^B6*'Jl7A (l38mg), 1 -*3MUt?^7 v> (0. 
055ml) SN,N-y7fMM75F (lm 1 ) (C^L^zSTi8B#M^L 
tz. S*ii^ttt*S:JPA. 7 Dn*;UA-7*o/NV-;U (3/1) TtttBL7cio 
fiiJI«ltMJ7AT^L «£ET8!»£e5fcLT»e>ttfc8t<S£x 
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'H-NMR (CDCb, 4 0 0MHz) : 6 2. 01-2. 12 (m. 2H), 2. 
23 (s, 3H). 2. 2 3 - 2. 8 0 (m, 8H), 2. 51 (t, 3 = 7. 1 
Hz, 2H), 3. 97 (s, 3H), 4. 20 (t, 3 = 7. 2Hz, 2H), 6. 
7 3 - 6. 8 7 (m. 2H), 7. 13 (dd, J = 2. 7Hz, 9. 0Hz, 
1H), 7. 24 (d, 3 = 2. 7Hz, 1H), 7. 27 (s, 1H), 7. 3 

0 (s, 1H), 7. 4 4 (s, 1H). 7. 9 1-8. 0 0 (m, 2H), 8. 2 

1 (d, J = 9. OHz, 1H), 8. 5 6 (s, 1 H) 
lygMi 65 :N- {2-^an-4-f(7 - { 3 -f 

OL£jk) 7$7iyp^»^} -6-/ h^->-4-^^-VU-;i,) ^~>17 
x~;U} — N ' - (2, 4-y7MD7ilJW frU7 
JBW (N- (4- {[7- (3-7*O^D)j?+y) - 6 h*->- 4 

5^} -2 VD7 x.-)l) — N ' - (2, 4-y7MD7 
x-;iO ^7 1/7, 59mg) ,^8*Ue7A (I38mg), 2- UMKTS/) X 
(0.040ml) ^N,N-y/fMJ^7 5F (lm 1 ) ICilUjStl 
8^1»Lfe. S^ffl^ttt**Jp^. *do#;I/A-:/o/v-;u (3/1) 

'H-NMR (CDCis, 4 0 OMH z) : <5 2. 0 6- 2. 1 6 (m, 2H), 2. 
30 (s, 3H), 2. 57 (t, J = 5. 1Hz, 2H), 2. 65 (t, J = 

6. 8Hz, 1H), 3. 63 (t, J = 5. 4Hz, 2H), 4. 02 (s, 3 
H), 4. 28 (t, J = 6. 1Hz, 2H), 6. 79-6. 91 (m, 2H), 

7. 18 (dd, 3 = 2. 7Hz, 9. OHz, 1H), 7. 28 (d, 3=2. 
7Hz, 1H), 7. 37 (s, 1H), 7. 48 (s, 1H), 7. 96-8. 0 
6 (m, 2H), 8. 26 (d, J = 9. OHz, 1H), 8. 59 (s, 1 H) 
»*##Tffi (ESI-MS, m/z): 5 8 8 (M + + 1) 

fllgfly 66:N-r2-^DD-4- ((6-^h^->-7-f2- (4-*3=- 
^e^7yV) Xh^xl-4-*7U;H 7xCJH-N' - (2, 4 

Ktt (N — (4- {[7- (2-7D ; £Xh^y) - 6 - * h*~>- 4 / 
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U;U]:**->} - 2 -^□□7x~;i/) - N ' - (2, 4-y7J^07x^) 
50mg) ,^88*UC7A (l38mg), l-/fJHf^7y> (0.055ml) 
^N.N-y^fMMJS K (lm 1 ) K^L^STlSBf P^if #L/c. 
fi£&fc7R£2JDA. ^ODJhM-yn/V-^ (3/1) TttfflLfco 

'H-NMR (CDCb, 4 0 0MHz) : 6 2. 3 1 (s, 3H), 2. 4 0-2. 
75 (m, 8H), 2. 95 (t, J = 6. 1Hz, 2H), 3. 99 (s, 3H), 
4. 31 (t, J = 5. 9Hz, 2H). 6. 48 (d, J = 5. 1Hz, 1H), 
6. 8 5 - 6. 9 6 (m, 3H), 7. 12 (del, J = 2. 7Hz, 9. OH 
z, 1H), 7. 15 (s, 1H), 7. 22 (d, J = 2. 7Hz, 1H), 7. 
4 0 (s, 1H), 7. 4 7 (s, 1H), 7. 9 4-8. 0 3 (m, 1H), 8. 
25 (d, J = 9. 0Hz, 1H). 8. 49 (d, J = 5. 1Hz. 1 H) 
gjllMi 67 :N- (2-^DD-4-r(7 - {2-\ ( 2 - b K O^yl^) 

— N' - (2, 4-y7MD7x-j0 gJLZ 

jgft (N — (4- {[7- (2-7otlh^-» - 6 h*:>-4-*/ 
U;i/]^->} - 2 -y*P0 7x-;i/) -N* - (2, 4-y7M07i-JW 
7U7, 50mg) ,MMt>Wk (138m g), 2- (*?\^7 5/) X*/-;|/ 
(0.040ml) ^N,N-y^fWA75F (lm 1 ) fc*tfLS»Tl8ll»m 
KJ&ig^ttKTKfcJDA. <7dD*;PA-7*0/V-;P (3/l) Tjfi 

'H-NMR (CDCb, 400MHz):<52. 44 (s. 3H). 2. 71 (t, 
J=4. 9Hz, 2H), 3. 02 (t, J = 5. 6Hz, 4H), 3. 66 (t, 
J = 5. 1Hz, 2H), 3. 97 (s, 3H), 4. 27 (t, J = 5. 6Hz, 
2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 8 0 - 6. 9 3 (m, 2H), 
7. 11 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 19 (d. J = 2. 
7Hz, 1H), 7. 45 (s, 1H), 7. 9 6 - 8. 0 4 (m. 1H), 8. 
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25 (d, J = 9. 0Hz, 1H), 8. 48 (d, J = 5. 1Hz, 1 H) 
mmmi 68 :N- (2 □□- 4 - {\6~* h=E'>-7- (3-^fr'J 
/y'Utf^is) -A-*J VM**^ 7x_;U) - N' - (2, 4-/7JI/ 

TO (N— (4- {[7- O-^Ptyo^x) -6-^h^->-4-=^ 
/•J^]^^} -2-^DD7i-JW — N' - (2, 4-y7MD7x" 
£U7» 50mg) .m^U^A (l38mg)> ^;U*U> (0.044ml) £N, 
N->7fWA7SF dml) \z®BlsMUT*ismmmW t fco S^:^ 
tHC7j<£j!jO*. A -7*P/V-JU (3/l) TttiijLTc. «J1£SS 

#U SH<7)ft£^£32mg, ©^64%Tf#fco 

'H-NMR (CDCIs, 4 0 0MHz) : 6 2. 0 6 - 2. 1 6 (m, 2H), 2. 
43-2. 51 (m, 4H), 2. 56 (t, J = 7. 3Hz, 2H), 3. 68 
-3. 74 (m, 4H), 4. 00 (s, 3H), 4. 25 (t, J=6. 6Hz. 
2H), 6. 47 (d, J = 5. 1Hz, 1H), 6. 8 4- 6. 9 3 (m, 2H), 
7. 06 (s, 1H). 7. 12 (dd, J = 2. 7Hz, 9. 0Hz. 1H), 
7. 22 (d, J = 2. 9Hz, 1H), 7. 42 (s, 1H), 7. 47 (s, 
1H), 7. 9 5 - 8. 0 4 (m, 1H), 8. 25 (d, J = 9 . 0Hz, 1H), 
8.48 (d, J = 5. 4Hz, 1 H) 

mmmi 69 :N- (2-^na-4- {f6-^h^->-7 - ( 3 - bf U 
^h^^) -4-^yj;H^^} 7x~;i/) -N' - (2, 4-y'7MD 
7x.-)l) i71/7 

N- { 2 -7on-4-[ (7- t h*D^->- 6 h + v-4- + y 
t+y]7iZJH -N' - (2, 4->*7MD7i-JW OUT (55mg). 
»'J7A (31mgh 3-tf^U^^DU (22mg) £N, N-v* 

f ^JbA75 F (1ml) KigfilU 80^TlB#rBHt^Lfeo MiETft^^g* 

btlfe^^^X-T-^T^^L, SHtf)ft;£tl£30mg, JR¥48%T'^fc 
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'H-NMR (CDCh, 4 0 0MHz): 64. 03 (s, 3H), 5. 31 (s, 
2H), 6. 49 (d, J = 5. 4Hz, 1H), 6. 7 7 - 6. 8 8 (m, 2H), 
7 . 10-7. 1 6 (m. 2 H), 7 . 31-7. 3 5 (m, 1 H), 7 . 48 ( s , 
1H), 7. 54 (s, 1H), 7. 86 (d, J = 7. 8Hz, 1H), 7. 96 
(s, 1H), 8. 03-8. 10 (m, 1 H), 8. 32 (d, J = 9. 0Hz, 
1H), 8. 42 (s, 1H), 8. 49 (d, J = 5. 4Hz, 1H), 8. 59 
(d. J = 3. 9Hz, 1H), 8. 77 (s. 1 H) 
mMMl 70:N-r2-?CJD-4-({6-pt h^~>-7-f2- (1//-1. 2. 

3-h'J7 , /-^-i-^ji>) z±±jAzJ—*I2iJk} t±kl ?xx;n- 

N ' ~ (2, 4-/7MD7i^) 

N- {2-*nn-4-[ (7-hh , Dty-6-^h*y-4- + /UJW 
t+y]7HJH -N* - (2, 4->'7MD7i-JW ^7 1/7 (55mg), 
(31mg), 2- (1H-1, 2, 3 - h U 7*/—)V- 1 -< JU) X 
4- 1 -*>i£>Z)l,*1—b (36mg) £N, N-vpWU* 

;UA75H (lmi) i:i»L, sogTifl^jfftLfc. MJET«£S£LT*# 

? □ o a ji zmymm-f h u ^ a rszm l . meet^ & £ ®£ l -n# e n/t 

S£&X-x;UTift#U ajg©fk^«|$46mg, iR¥72%Tf#fc. 
•H-NMR (CDCh, 4 0 0MHz) : 64. 02 (s , 3H), 4. 53 (d. 
J=4. 9Hz, 2H). 4. 95 (d, J = 5. 1Hz, 2H), 6. 47 (d, 
J = 5. 1Hz, 1H), 6. 8 3- 6. 9 2 (m. 2H), 7. 11 (dd, J 
= 2. 7 Hz, 9. 0Hz. 1H), 7. 16 (d, 1 = 2. 7 Hz, 1H), 7. 
39 (s, 1H), 7. 52 (s, 1H), 7. 58 (s, 1H), 7. 70 (s, 
1H), 7. 76 (s. 1H), 8. 00 (s, 1H), 8. 01-8. 07 (m. 
1H), 8. 29 (d. J = 9. 0Hz, 1H), 8. 49 (d, J = 5. 4Hz. 
1H) 

£ffimi 7 1 :N-(2-pth*->-4-{[6-;*t^v-7 - Q-^Uaft'J 

y^o^y) -4-WJz;n ^-»->} 7x~;u) - n ' -yogji/fru 

7 
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N-4- [(7-fcKn*x-6-/h*v-4-*±y'J-;i/) -2 
h^->7x-JH -N' -7'd t°;i/^l/7 (lOOmg), mMttWA (1 
3 8mg), .1, 3-y^Dtyn/t> (5 6mg) £N. N-y^fMM7 
(5ml) lZ®BL£UT~3m®M&Ltz. M£T^£@5feL 

^${C7K&JnA, ^po^;i/A/2-yDy\v-;u (4/i) TtttfJLfco M 

^T&frU N- (4- [7- (3-7'ot7°D^-» -6-^h*v-4- 
*^y*!J-;|/] t+y-2-^h + y7xz;K -N* -7"Plf;|/"7l/7£ 5 3 
mg, iK^4 1%Tt#£. N— (4- {[6- (3-7ot7P^y) -7-* 
h^v--4-^^-yiJ-;| / ] ^->} - 2 -^DD7i-JH -N' -7'nt!;U 
(50mg), ek^£U7A (60rag), N-*3MHf^v> (10 0 
1 ) £N. N-y7fMM7$F (2ml) Klig^L^i&T 1 6 mmMft 
Ltz. Mffi™^^g*LTf#bnfcS$(z^fn^7K^^ h »J 7A7Ki&f££fin 

Lxn b*l7cSI$ £ 7 □ 0*;UA/;* * / -;HrH^-f-5 5> 'J *>>r)l>7 □ 
T h-^77^-(lJ;0^g!L, ^©{fc^£2 2mg. iR$4 2%Tifc. 
'H-NMR (CDCla, 400 MHz): <50. 97 (t, J = 7. 6Hz, 
3H), 1. 5 6 - 1. 6 0 (m, 2H), 2. 14 (br. 2H), 2. 50 (b 
r, 4H), 2. 58 (br, 2H), 3. 2 3 - 3. 2 6 (m, 2H), 3. 74 
(br, 4H), 3. 87 (s. 3H). 4. 04 (s, 3H), 4. 27-4. 3 
1 (m, 2H), 4. 6 2-4. 6 4 (m, 1 H), 6. 65 (s, 1H), 6. 7 
9-6. 85 (m. 2H), 7. 33 (s, 1H), 7. 53 (s, 1H), 8. 1 
0 (d, J = 8. 5Hz, 1H), 8. 62 (s, 1 H) 
fta##ffil (ES I -MS, m/z) : 5 2 6 (M + + 1) 

HMffJ172:N- (2, 4-y7MD7x^) — N ' - (2-*r-*~>- 
4- {[6-pt h^v-7- (3-^;i/7ft'J 77°rJ#4^» - 4 -*^/U 

N — (2. 4-y7MD7iZM — N ' -4- [( 7 - fc H D*->- 6 - * 
h + ->-4 -^^>/'J-;U) - 2 -7 h + y7x^7U7 (3 7 5m 
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g). fcMXVyi* (442mg), 1, 3 - V~J U=fJ u l\y (2 4 2mg) £ 
N, N-y^fMM75F (5ml) C*iLtIT3»IM»l/fc. ME 

#U N- (4- [7- O-^ntya^y) -6-* h + ->-4-+^-V 
»J-;|/] t+y-2-/h + y7iZM -N" - (2, 4-y7MQ7xr 
" )V) 01^7^2 1 Omg, iR*4 5Xtifc. N — (4- {[6- (3-7"0,^7 

-7-/ h+v-4-^VU-;i,] -2-*OD7xx;i/} 
-N' -7'ot^7k7 (UOmg), h 'J 1^75 > ( 0 . 5ml). ^ 
*'J> (0. 5ml) *N, N-/7fM^7$ h* (4ml) fC^L^fi 

•^AtK^&JUpA^ o P*;UATifitiiL£. WM^MtKSKK^" h U ^AT&fct 
U METf§$£§£ LT^&nfcS$*^D03j%;UA/^^y-;UTSBBTS 
y'JAyMnT^'^^-ti^SL, »fb^8 1rag. iK$6 
2 %Tt#7c. 

'H-NMR (CDC 1 , , 40 0MHz): 6 1. 9 7 - 2. 0 0 (m, 2H), 
2. 39 (br, 4H), 2. 49-2. 51 (m, 2H), 3. 58-3. 60 
(m. 4H), 3. 88 (s, 3H). 3. 98 (s. 3H), 4. 25 (t, J = 
6. 3Hz. 2H), 4.. 2 7-4. 3 1 (m, 2H), 4. 6 2-4. 6 4 (m, 
1H), 6. 84 (dd, J = 2. 7Hz, 8. 8Hz, 1H). 7. 03-7. 
07 (m. 2H), 7. 2 8 - 7. 3 4 (m, 1H), 7. 38 (s. 1H), 7. 
55 (s, 1H), 8. 11-8. 17 (m, 2H), 8. 55 (s, 1H), 8. 
74 (s. 1H). 9. 18 (s, 1H) 
nmttVrm (ES I -MS. m/z) : 5 9 6 (M + + 1) 
^MffiJl 73 : N- (2-ptH^->-4- {\6-* h^v-7- (3-^;Ufr 

»j -4-*;*)M**i,) z_xxjj/) -n' -7 , dWI/7 

TO (N- (4-[ (7-tKo + ->-6-^h + ->-4- + y >j;U) 
-2-^h + y7i"JH — N* -fU\Z)VV\'7* 80mg) .m^'J^A (l 
38mg), l^-yyatyD/O (O.lOml) ^N.N-y^fMJl/ATSK 
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(lml) fciS#LMTl8l$M«#Lfc. S*iS^ttt*fttDit, ^pd*^ 
A-7'OAV-;U (3/1) TffitbL/c. £»Ji£fc#«H»^MJ*AT«j*U 

ftlfcrtUtfA (l38mg). : E;P* i J> (0.040ml) SN.N-^^fM^ATi K 

(lmi) \z®mL&UTi8mm&WLtz. Kmm^mz^tax. zumtvv 
k-zfun;-)i (3/D rmtabrzo Gmm&m*mti-.h<)v&rvtiski,. 

*mn-7h^77-f-l:«l:0MU »«o{fc^**74mg, «71%T# 

'H-NMR (CDCb, 4 0 0MHz) : <5 0. 9 5 (t, J = 7. 6Hz, 3H), 

1. 5 2 - 1. 6 9 (m, 2H), 2. 06-2. 15 (m. 2H), 2. 43- 

2. 49 (m, 4H), 2. 55 (t, J = 7. 3Hz, 2H). 3. 23 (dd, 
J = 6. 1Hz. 12. 9Hz, 2H), 3. 6 7 - 3. 7 2 (m, 4H), 3. 
81 (s. 3H), 4. 00 (s, 3H), 4. 24 (t, J = 6. 8Hz, 2H), 
6. 44 (d, J = 5. 1Hz. 1H), 6. 68 (d, J=2. 4Hz, 1H), 

6. 76 (dd, J = 2. 4Hz, 8. 8Hz, 1 H), 7. 40 (s, 1H), 

7. 53 (s, 1H), 8. 12 (d, J = 8. 8Hz, 1H), 8. 44 (d, 
J = 5. 1 H z , 1 H) 

^ffiJl 7 4 : N- (2-*K^y-4- (f6-^h^x-7 - (4-fcf'j'y 
)Mh*'» -4-t/iJJ^-» 7x-;U) -N' ^gQ^7 

J^^ (N- (4-[ (7-t KP*^-6-* h=lF->-4-^y UiW 
-2 h^y7i~JH — N ' 1/7, 80mg) ,^K*'J«7A (l 

38mg), 4->?UU*3-)\,\dW»m.M. (48mg) £N,N-$?*3\>MvH,A 

75 k (lmi) izmmLmuT'ismmm&Ltco R^u^mz^mpLs 

Ui£)\,k-7uKJ -)\, (3/1) TifflLfc. W«Ji*ai*St»±h'J>7AT 
ftfllU »ET&«t£®£LTft&ftfc38;*£. ^ □ aft)], A/* ? J -;UTJg 
IWr*HPLCK:«J:0**a!U «jHO{b^«?&65mg, JR^67%T*f#fco 
'H-NMR (CDCla, 4 0 0MHz): 60. 9 5 (t, J =7. 3Hz, 3H). 
1. 5 2 - 1. 6 9 (m, 2H), 3. 24 (dd, J = 7. 3Hz, 12. 9H 



I- 
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z, 2H). 3. 82 (s, 3H). 4. 06 (s, 3H), 4. 63-4. 69 
(m, 1H), 5. 32 (s, 2H), 6. 46 (d, J = 5. 4Hz. 1H), 6. 
68 (d, J = 2. 7Hz, 1H), 6. 77 (dd, J = 2. 4Hz, 8. 5H 
z, 1H), 7. 37 (s. 1H), 7. 42 (d. J = 6. 1Hz, 2H). 7. 
59 (s, 1H), 8. 14 (d, J = 8. 5Hz, 1H), 8. 43 (d, J = 
5. 4Hz, 1H), 8. 61 (d, J = 6. 1Hz, 2 H) 

mmmi i 5 : n-x^-n' - (4- (r6-* h^>- 7 - (2-^^ 

uyxh^v) -4-^y u;i/i^-^-» -2, 5-y^fji/7i-^) frug 

Mm (N-X^U-N* - {4-[ (7-kFo + y-6-^h + y-4- + 
2, 5-y^^7i-M £^7, 76mg) J8»*U£A 

(l38mg), 1,2 -y7*P : EX^> (0.085ml) ^N.N-^^^MMJS 
K (lml) lC»#LSffiTl8P*IHHft#L&. Sffiffi^fcCTRfcin*.. 
;i/A-yo/V-;U (3/1) TttitiLfc. ff«Ji£fc*M:fMJ*AT«* 
U WJETSa&SSLT^&nfcSS^X-^Ttt^L. «f»|SJ# (N — (4 
- ([7- (2-7'DtIh^y) -6-^ h + y-4- + / l J^]t+y} -2, 
5-y^^7x-JW — N ' -JL?)WU7) +IHJ#, &B&#U*A 

(l38mg)> ^E<M*»J> (0.044ml) $N,N-y^?MJl/A7$ K (lml) IC 
mm L MT18B*WUI# L fc. Ki&fi^tt CzkSfti* * □ □ A - y o n J - 
)V (3/1) TfflttJUfco W«l^*KBI^h«J^ATft*IL. »ffiT*«t* 
S^LT»5nfcS**^oo*;UA/^^y^;UTSre-r-5HPLC(C«fc0»S!! 
U ^E©{fc£*5*72mg. «73%T?#£. 

1 H — NMR (CDCb, 400 MHz): 51. 10 (t, J = 7. 3Hz, 3H), 
2. 07 (s, 3H), 2. 16 (s, 3H). 2. 5 3-2. 5 9 (m. 4H). 
2. 88 (t, J = 5. 9Hz, 2H), 3. 2 0 - 3. 3 0 (m, 2H), 3. 
66-3. .71 (m, 4H), 3. 96 (s, 3H), 4. 26 (t, J = 5. 9 
Hz, 2H), 4. 7 3 -4. 8 2 (m, 1H), 6. 16 (s, 1H), 6. 2 
3 (d, J= 5. 4Hz. 1H), 6. 88 (s, 1H). 7. 35 (s, 1H). 
7. 40 (s, 1H), 7. 50 (s, 1H), 8. 38 (d, J = 5. 1Hz, 
1H) 
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176 :N-f4 - ((6-^h^->-7-r3 - (4 - 
7 P D^^->l-4-^yj;i/} -2, 5-y^fJI/7i^1-N' -~f 

mm (N- {4-[ (7-hh , D + y-6-^h + y-4-^yj^) 
-2. 5-y^^7iZJH -N' -7W;!^l/7. 80mg) U £ 

A (I38mg), 1. 3-/^^^0/0 (0.10ml) ^N.N-^^fMM 
75 h* (lml) K8#L£ffiTl8l5IH]«#Lfc. Kfcffl^ttfcjJcftJn*., ^7 □ 
□ ^;UA-7°n/NV-;i. (3/1) TttfflLfc. ^«ff£&*«BH-HJ£AT 
ISflBU MJ£T^$£g£LT#bfl/iS££, X-T-;UTft»L, (j>mft (N 
- (4- {[7- (3-yD^D^y) -6-* h*->-4-*y U;U]** 
->} -2, 5-v^5 L ;P7x-;U) -N' *P*1#, 
JfcKaUtfA (138m g). l-^fjHf^7y> (0.055ml) &N,N-^^;P 

*;UA7a K dm l ) i:8*LifiTi8«fW!ll*Lfc. Efcjg£4&£*£;bn;JL 

^□□7js;l,A-yD/\V-;U (3/1) TttitJLfco W«Ji£fc*«6K^HJ'5 
AT&fl&U »JETig#£S£LTfc&ttfcS££. X— rJHrftfrU 3cg© 

'H-NMR (CDCh, 4 0 0 MH z ) : <5 0. 9 1 ( t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 5 8 (m, 2H). 2. 0 7 - 2. 2 0 (m, 2h), 2. 12 (s, 
3H), 2. 23 (s, 3H). 2. 28 (s, 3H), 2. 3 3 - 2. 7 0 (m, 
10H), 3. 21 (dd, J = 7. 3Hz. 13. 4Hz, 2H), 4. 00 (s, 
3H), 4. 24 (t, J = 6. 6Hz, 2H), 4. 6 4-4. 7 6 (m, 1H), 
5. 9 5 - 6. 0 5 (m, 1H). 6. 27 (d, J = 5. 1Hz, 1H), 6. 
95 (s, 1H), 7. 3 9- 7. 4 3 (m. 2H), 7. 54 (s, 1H), 8. 

4 2 (d, J = 5. 1Hz, 1H) 

ffStttfrfi (ES I - MS. m/z) : 536 (M + + 1) 

$kfam 17 7 : N- (2. 4-y7Jl/tD7i-JW — N ' -f4 - ({ 6 h 

*^-7-f2- (lJf-1. 2, 3-h'J77^-lH^)lhtyl-4 

-2. 5 -^^^7x-;H^U7 
JKft (N- (2. 4->'7MD7i^) - N ' - {4-[ (7-tKD* 
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y-6-^h4 : y-4- + y'j;i/) 2, 5-y^f^7i-JH 7U 

7, 93mg) (l38mg), 2- (1H-1, 2, 3-HJ7V*— 

)V-l--()V) X^;U 4 1 -^>-tf>^;i/7^-^— h (52mg) * 
N,N->7f^A7SH (lm 1 ) ICit^ b80'CT 5 PfH9jg# L/Tc, KJftjg 
£«&fc7fc£in*, ^uut^Vh-Zfnny -)V (3/1) TttHJUfc. £ttJI& 

;uA/^^y-;uTsiarsHPLcfc«j;o»»L, *iao{t^«iS33mg, urn 

30%Tf#7c. 

'H-NMR (CDCh, 4 0 0MHz): 52. 10 (s, 3H), 2. 19 (s. 
3H). 4. 01 (s, 3H), 4. 51 (t. J=4. 9Hz, 2H), 4. 9 
3 (t, J = 5. 4Hz, 2H), 4. 94 (s, 1H), 6. 28 (d, J = 
5. 1Hz, 1H), 6. 7 5- 6. 8 8 (m, 2H). 6. 90 (s. 1H), 7. 
36 (s. 1H), 7. 58 (s, 1H), 7. 60 (s, 1H), 7. 73 (s, 
1H), 7. 99 (s, 1H), 8. 08 (dd, J = 9. 3Hz. 15. 1 Hz, 1 
H), 8. 4 1 (d, J = 5. 1Hz, 1H) 

jlifigflll 78. -N' - (2-£cm-4- (f6-^ h=fr->-7- (2-^;^ 
'J/X^-» -4-»t7'Ji;Htty) 7x~;i/) — N, N-y*3^»7 

.kZ 

(N ' - {2-^do-4-[ (7-th'D^y-6-^h4 : y-4- + 
t'/U^W t+->]7i-iH — N, N-y/Wl/7, 80m g) ,m$*-ft 'J 
9 A (l38mg). l,2-y7'DW> (0.085ml) *N,N-5?^^*M 
75 h* (lml) tc£#LMTi8P*m«#Lfc. KJtffi^«jt**ftlA» *o 
D*;UA-7*D/V-)U (3/1) TttiliLfe. *«»Sr^7K*K^hU^AT? 
f£$U «EET««t*S*LT»Stlfca$€:X— r;i/T«fe^L. (N ' 

- (4- {[7- (2-7'atIh^y) -6-/h^y-4-+t , /U^]t 
+ -2-^OD7iZJW — N, N-i?*?)WU7) ^ifc. 4>IW#. ek 
^*'J9A (I38mg), ^E;UjJx'J> (0.043ml) ^N,N-y^^MA75 h' (l 
ml) C**LMT- fft®#L£. E.fom&mZ7k£]Xl?L, Z □ O ^A - 7* 

(3/1) Ttttaufc. ffMstojcaa^hu satis* u me 
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.fcDIMBU *IBOfl:^**72mg. JR*72XTf»fc. 
'H-NMR (CDCh, 400 MHz): 52. 58-2. 66 (m, 4H), 2. 
9 0- 2. 9 8 (m, 2H). 3. 08 (s, 6H). 3. 7 0 - 3. 7 9 (m, 
4H), 4. 0 2 (s, 3H), 4. 2 9-4. 3 7 (m, 2H). 6. 9 7 (s, 
1H), 7. 15 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 24-7. 
26 (m, 1H), 7. 29 (s, 1H), 7. 49 (s, 1 H), 8. 36 (d, 
J = 9. 3Hz. 1H), 8. 6 0 (s, 1 H) 

mmttffim (esi-ms, m/z) 502 (m + + d 

ffeBSgill 7 9 : N' - (2 -^DD-4- {f6-^ N^v- 7 - U-^EJUfr 
■J/7>*-» - 4-*j->/i)-)lU*is} 7jl-)1,) -N. N-y*^;Ufr 

^ (N' - {2-^on-4-[ (7-tFo + y-6-^f + y-4- + 
*+->]7x^| -N, N-y^^71/7, 80mg) ,^B6* U 
"7 A (138m gh l,4-> J ^P ; Ey^> (0.12m i ) £N,N- v^^U^JUAJ 
5K (lml) £**LMTl8l5flfltt#Lfc. EJ6fi£&C7K£lin*, *on 
^A-yDAV-;U (3/1) TffifflLfc. WttA h 'J -7 AT« 

(4- {[7- (4-7'D ; E^h+;» - 6 - * h**>- 4 II XJl/]:** 
:>} -2-^DD7i3) -N, N-is*?-)\,OU7) Zntz. +M#. kS! 
#'J£A (l38mg)> ; &;i/*:U> (0.043ml) SN.N-y^f )^A75 H (l 
ml) CJgflPLMT- *«^Lfc. S^^HtK^ApA, ^dd^a-^ 
unj-)\, (3/1) TtttHLfco fiI5i7KKth'J7AT^iL, ME 
Ti§$£@£ LT#Sttfc8i£££ □ D^;i/A/^^ /— JI/Tfira-fSHPLCfc: 

'H-NMR (CDCh, 4 0 0 MH z ) : 5 1. 6 7 - 1. 7 7 (m. 2H), 1. 
9 3 - 2. 0 3 (m. 2H), 2. 3 9 - 2. 5 0 (m, 4H), 3. 67 (s, 
6H), 3. 6 4 - 3. 7 5 (m. 4H), 4. 02 (s, 3H), 4. 21 (t. 
J = 6. 6Hz, 2H), 6. 97 (s, 1H), 7. 16 (dd. J = 2. 7H 
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z, 9. 3Hz, 1H), 7. 26 (s, 1H), 7. 28 (s. 1H), 7. 2 
9 (d, J = 2. 7Hz, 1H), 7. 48 (s, 1H), 8. 36 (d, J = 9. 
3Hz. 1 H), 8. 5 9 (s , 1 H) 

^ISffiJl 80. -N' - (2-£QD-4- U6-^h=fr->-7- 
;Mh*»» -4-^± > 7Ui:;i/1^v} 7i-JM — N, N- v^Jl/fr U 
7 

(N' - {2-^DO-4-[ (7-t h*D^v-6-/ h + ->-4-^ 
±y'J^;U) t+y]7x'JH -N. N-v^^^^IxJ, 50mg) 'J 
■^A (l38mgh 4-^cm^;Hf ijv>&$^ (49mg) £N,N - 

*7UU*)V2±--7un/-)V (3/1) -cJflfflLfc. W«SS^7jc«tB6± h U 

JR&B-f 5HPLCfc«fc0ffiNKU *H0ffc£»£37mg. iK^60%Tt#feo 
'H-NMR (CDCh, 4 0 0MHz): 6 3. 07 (s. 6H). 4. 07 (s, 
3H), 5. 32 (s, 2H). 6. 97 (s, 1H), 7. 15 (dd, J = 2. 
7Hz. 9. 0Hz, 1H), 7. 26 (s, 1H), 7. 29 (d, J = 2. 7 
Hz, 1H), 7. 41 (d, J = 6. 1Hz, 1H), 7. 55 (s, 1H), 8. 
37 (d, J = 9. 0Hz, 1H). 8. 58 (s, 1 H). 8. 63 (d. J = 
6. 1Hz, 1H) 

(ES I -MS. m/z) : 4 8 0 (M*+ 1) 
gjggy 8 1 : 2- (f4- (3-frDD-4- (f (x^;U75/) 

M^ZJI/17$/I 7i/^» -6-^h^y-7-^t'/'J-JH^y} 

M (N* - {2-^PD-4-[ (7-tHD + y-6-/h + y-4- + 
^-V'J-;U) t+yj7i-;H -N, N-y^f^l/7, 50mg) j*g£#'J 
■5 A (I38mg), ZTn^mmx^)l (49mg) * N,N - 7 = K (l 

ml) IzmMLMi&TimfflMWLfz. Rl&m£fo\z&&1ia7L> ?nmts)UA- 
7°urt;-)\, (3/1) T'ttiBLfc. *«Ji*JS7KB6K^hUC7AT«g*RL. M 
lET^«S:@*LT^6tlfcS$$^DD*;UA/^^y-;u-??gpB-r5HPLC 
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'H-NMR (CDCh, 400 MHz): 53. 07 (s. 6H), 3. 82 (s, 
3H), 4. 06 (s, 3H), 4. 87 (s, 2H), 6. 97 (s, 1H), 7. 
14 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 18 (s, 1H). 7. 
29 (d, J=2. 7Hz, 1H), 7. 54 (s, 1H), 8. 36 (d, J = 
9. 0Hz, 1H), 8. 6 0 (s, 1 H) 

^mmi 8 2 : N' -f2-?PP-4- ({6-^ h^->- 7 - f3- (4-/ 

^e^^->v) 7°a^^vi-4-4^yu-;i^} 7i-;h-n, n 

W,Pt (N ' - (2-^PO-4-[ (7-th , D^y-6-^h+y-4-4 : 
^/'J-JIO t+y]7iZiH — N, N-v^JUOl'T, 400mg) ,mmt) 
U-7A (966mg), 1,3 - v^P^y P/1> (0.5lm 1 ) £N,N - iy^^)V^)V 
(5ml) Ug^LgiSTlSPfM^LTc, SJE&^^t7jc^ilD^, ? 

□ □^;ua-7'oav-;i/ (3/D rmmLtz. ^mmzmymmi-bwj* 

* - (4- {[7- (3-7Pt7°P#*-» -6-p^ N + x-4-+^yUX 
;l^*:>} -2-^PP7x-;U) -N, N- ^3^7 1/7) £398mg> JR 
^78%Tt#7c. (51mgh »'J^ (l38mg), l-/^^ry 

> (0.055ml) SrN,N-y/^*M7 5F (lml) L^iSTl80#|li1 
Wb7c. S^^t/{37K*UDA. 7pp^;UA-7p/W-;U (3/1) 

'H-NMR (CDCh, 400MHz):<52. 06-2. 16 (m, 2H), 2. 
29 (s, 3H), 2. 3 0- 2. 6 0 (m, 10H), 3. 07 (s, 6H), 4. 
02 (s, 3H), 4. 25 (t, J = 6. 8Hz, 2H), 6. 96 (s, 1H), 
7. 15 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 29 (d, J = 2. 
7Hz, 1H). 7. 30 (s, 1H), 7. 48 (s, 1H), 8. 36 (d. 
J = 9. 0Hz, 1H), 8. 5 9 (s, 1H) 

nmftma (es i -ms, m/z) .-529 (m + + d 
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MffiMl 83 : N' - {2-£aa-4-r (7 - (3-f (2-b h'D^yXf 
7x-JM — N, 

JSC*!- (N' - {2-2UU- 4-[ (7-kHo + y-6-^h^y-4-4 : 
±yU-;l/) t+y]7i-JH - N, N-vtWI^UT, 400mg) j*®^ 
U^A (966mg), 1,3-y^DtyD/O (0.5lm 1 ) £N,N- vpWl^JU 
A75K (5ml) «^L^fiTl80#M#L/;o S^-&t){C7K^Ja^, ^ 
□ 0*;UA-7°PAV-^ (3/1) TtttbLfco lll^i«thU^A 
Tf£*slU MffiTM^^LTt#e>nfc^^^x-x;UT^L> (N 
' - (4- {[7- (3-7'n±7m$*is) -6-7^ h + v-4-^^-y'J- 
;i^]^-+->} - 2-^OD7iZW -N, N-^^^^^l/7) £398mg> iR 
¥78%Tt#7Co ^Falft (51mgh J^&# U 7 A (l38mg)> 2- 
X^/-;U (0.040ml) &N,N-y7fJ^A75F (lml) K^L^iS 
Tl8B#f B 1»UfCo fcJfc&'&mZ7kZmx.> >7UU*s)VA-7°un; -)V (3/ 

t#£tt7c8l££X-^;UTftftU 3?H<7Mt^£49mg, JR^97%Tt#feo 
'H-NMR (CDCh, 4 0 0MHz) : 5 2. 0 1-2. 11 (m. 2H), 2. 
25 (s, 3H), 2. 52 (t, J = 5. 1Hz, 2H). 2. 61 (t, J = 
7. 1Hz, 2H), 3. 03 (s, 6H), 3. 57 (t, J = 5. 1Hz, 2 
H), 3. 98 (s, 3H), 4. 23 (t, J = 6. 6Hz, 2H), 6. 92 (s, 
1H), 7. 10 (dd, J=2. 7Hz, 9. 3Hz, 1H). 7. 24 (d, 
J = 2. 7Hz, 1H), 7. 31 (s. 1H), 7. 44 (s, 1H), 8. 3 
1 (d. J = 9. 0Hz, 1H), 8 : 54 (s, 1 H) 

mmftvtm (es i -ms, m/z) ■. 504 (m + + d 

HflBgill 8 4 :N- (2-^DD-4 - {[6 - ^ h^->- 7 - 

N-|2-^OD-4-{(7-tHo + y-6-^ h + y-4-WJ-iW 
7x"JH — N' -^^jU^UT (2. Og) £N, N-x*?\>U*;i/ 
(50ml) tg)|U h 'J 7x XjUtfT. 7 * > ( 2 . 8g). tf^'Jv 
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J-junj-)\, (0. 9g), ylf^TVy^^yy-h (1. 9g) £8s 
JDLTc. 2^F^MTjtM, hU7x-;U^7,7^> (2. 8g), hf^UvV 
7PAV-;U (0. 6g)> ylW'/y^Wy^-h (1. 9 g) Sfftf 

7PP*;UA/**/-Jl/ (2 0/1) TMIiTS^U^y^DVhy^w' 
-K«£D*!iSSfU Stfitf)fc£$l£6 5 Omg, W2 5%Tf#7c. 
'H-NMR (DMSO-de, 4 0 0MHz) : 5 1. 3 7 - 1. 4 3 (m, 2H), 

1. 4 3- 1. 5 3 (m, 4H), 1. 9 6-2. 0 0 (m, 2H), 2. 29- 

2. 50 (m, 6H), 2. 68 (d, J=4. 6Hz, 3H), 3. 97 (s, 
3H), 4. 23 (t, J = 6. 3Hz, 2H), 6. 8 2 - 6. 8 5 (m. 1H), 
7. 23 (dd. 3 = 2. 7Hz, 9. 0Hz, 1H), 7. 38 (s, 1H), 
7. 47 (d, J = 2. 7Hz, 1H), 7. 54 (s, 1H), 8. 07 (s, 
1H). 8. 17 (d, J = 9. 0Hz, 1H), 8. 55 (s, 1 H) 

mmfttirm (esi-ms, m/z) ■. 500 (m + + d 

mmmi 85:N-(2-?PP-4- {[6 h*->- 7 - (3-bMUvV 

n-{2 -^oo-4-[(7-t h*D*->-6-* h+y-4-+t , /'J-;W 

7iZJM -N' -X^^^l/T (2. 7g) £N, N-^^^;i/^;U 
A75K(3 0ml)l;iSU h'J7izM77^>(3. 6g), fcf^Uv 
;7*0/V-JMl. 2g), yl^T'/y^M+y^-h (2. 4g) 
MLfz. 2P#P B mST*Wm, HU7x-;|/^7n7^ > (3. 6 gK fcf^'Jx/ 
-fun;-)l (0. 8g), ylW/y*AM*y7-h (1. 9 g) 

^pp^A/p^y-^ (2o/i) -ejUF^-r-s^'j^^u^ovh^^^^ 

'H-NMR (DMSO-de, 400 MHz): 51. 08 (t, J = 7. 0Hz, 
3H), 1. 38-1. 41 (m, 2H), 1. 4 7 - 1. 5 3 (m, 4H), 1. 
9 5 - 2. 0 0 (m, 2H). 2. 31-2. 46 (m, 6H), 3. 10-3. 
17 (m, 2H), 3. 9 7 (s. 3H), 4. 2 3 ( t, J = 6. 3Hz. 2H), 
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6. 96 (t, J = 5. 6Hz, 1H), 7. 23 (dd, 3 = 2. 7Hz, 9. 
0Hz, 1H), 7. 37 (s, 1H), 7. 47 (d, J=2. 7Hz, 1H), 

7. 54 (s, 1H), 8. 02 (s, 1H), 8. 19 (d, J = 9. 3Hz, 
1 H), 8. 5 5 (s, 1 H) 

K*#*Ht (ESI-MS, m/z): 514 (M + + 1) 

^SSffiJl 86 : N - (2-^Da-4 - {[6-^h^->-7 - (4-bf'J>?Jl/^ 
-4-^yj;U] ~ N ' - (2, 4-y7MD7 

x-;i/) 2kZ 

N- (2-^OD-4- [(7-k Ko + ->- 6-^ N + v-4-^y U;U) * 
7ii;K - N ' - (2, 4-y7M07iZJW (5 5mg), 

J&KflUSi* (6 2mg), 4- (^DD/f'JW fc?U (2 2mg) £ 
N, N-y^fMM75F (1ml) (C^L 8 OtT 1 P^if #L£. M 

LT*#£nfcge££x-x;UTSfc#U M<£>{t£tl£ 3 5 m g , iR$5 5%t 

'H-NMR (DMSO, 4 0 0MHz) : 3. 9 8 (s, 3H), 5. 4 1 (s, 
2H), 6. 56 (d, J = 5. 1Hz, 1H). 7. 04-7. 10 (m, 1H). 
7. 2 5 - 7. 3 7 (m. 2H), 7. 47 (s, 1H), 7. 4 9 - 7. 5 2 (rn, 
4H), 7. 55 (s, 1H), 8. 08-8. 15 (m, 1H), 8. 24 (d. 
J = 9. 0Hz, 1H). 8. 49 (d, J = 5. 4Hz. 1H). 8. 60-8. 
6 3 (m, 1H), 8. 8 1-8. 8 3 (m, 1H), 9. 3 0-9. 3 1 (m, 
1H) 

(ES I -MS, m/z) : 5 6 3 (M + + 1) 
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R4 

R\ R\ £<ktfR J te, B-Stttg&oT^Tt)J:<, TK^jtW^, C^T )V 

c,..7;i/3^xs, c«7;u^r-;p*. c,7;i/*:z;n;, nhDS, £ 
£«7$/S£*u ccdc,. s 7^+;i/S, c, s 7;m^->s, Ci^7)V^=.)vm 
*<k^c»7;i/4 i -;u*tt. Any>jpp, Cw7;m+->», c,,7jp 

-en, Cm7;Ht;us (^c w 7;WPaitt7k«**fct4CM7;ni**>aik:J: 

Dffi£$nT^T&£^) KckOB&SnWT&J;^), SR I! R"N-C (= 
O) -O- (R»*J:tfR u tt, ig-*^ttS^oT^Tt>«k<, ***«fctt 

c„7;M^g (Jio7;u*;u»i*aia5*fcttc w 7;P3+*>*k:j;0«jftS 

nwc*>«fcn) ££1"). £fcttgR"- (S) m- (R»tt, C„7i^;H 
fCcfc BBifc$nTHTt>«fctr>ffi?D3;& tt^ffift© 3-7 lM^I^SSfc«li 

^£S£«U mliOSfctti^t) K^OM&SnT^Tfccfc^ 

R 5 » R 4 > R'fcJitfR'te. H-£fcttgfcoTtrvrt>«k<. tK*M^-. Any 
>M^, c,,7;m^S> c„7;m*->s, c^wi^rts, zhoi, * 

fc«7Sy8£SU <BU R\ R\ R^fe«fctf R^T****!??^** d <ttt 
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&tz\tCi.<7)l*)\<-tl)Vts-)Vm$:UL, C^7)l*)l&*tz\ZC„7)V*)Vt})V 
7£z.)im<D7)\s*)V®ft\t, APy>JI^, Cm7;U3 + vS, 7$/m (7 2. 
y m \t C m 7 ;i/ □ * 5>g 13 J: 0 fi& $ tlT Vi T t> d; ^ C w 7 fc J; 0 w& 

it S f Z £ 0 g& $ tl T Iri T t> ct < . 

£, c«7;u^r-;i/Si5«fc^c M 7;u+-;us«. /\Dy>gf^ : 

fiC,47;^ + ->S»C«fct)fiij|SnT^Tt)«t^). ££teR ,s - <ch.) n- (n 
tt 0 ~ 4 ©IS^iL, R'^&fci££«TO*n© 3 - 7 £&*!B5Sgi;fc«1g 

*;ussfcttc,47;u3^*>stj:0Bift$nTiriTfe«fc<. ffi©g&fo£ 

2. R\ R^ttR'^*******, M3MUlClB«®<t£*. 

3. R'^K^JI^^SL, R'^i^R'^^rtl^iTtttM^*^^ 

4. X^N^HCHSSU Z^CHS^t, M#B 1 fcHB*©ffc£to. 

5. S (la) Offc^*fctt^ne©l!l^WtCK : $T€r*iat)L<«igttE 




R24 R27 r28 



(±IS5£+, 
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£«sr 3 '- (ch,) p-o- (r j, «, Aoy>if, 7mm. c»7jvu**, 
m=?\t* ^n^'n. Cm7;u+;us (^ocM7;wi/Stt*KSSfcttc M 7;i/ 

,3 N-C (=0) -O- (R ,J *cfctXR ,5 fi, W-*fcttJto:oTV>T<bJ:< % * 

*w-?*fcttCM7;i'+;i/S (n©7;wPXtt*M*fcttc w 7;p3*$'S 
,7;wi^n£ o ti^nt^Tfe «fc^»fi»*-&tt3|cfi»© 3-7 

R u , R", R 2S &<i;t>'R M te, l^-I^cfig&^WT&J;^ **JBFf, AD 

y>m?* Cm7;u^;us, CmTjio+s/*, c m 7;u*;u?-^«. -fds, 

£fcte75/S£2lU fiU R J \ R J \ R"43cttXR"^T^7K^HT^^rc: 

*fcttCM7;p^;i/*;i/#-;uai«:«L, c^7;u+;pss^«Cm7;wu*;i/ 
tf^ataz-JWUffiSHi. /\Dy>fff, c,..7;m**>£» 75 (7 5 

yaittC,. ( 7;p3 + *>Sm: 0MM^nT^Tt>J;^C l ,7^+;i/»(3J:0Sm 

R J '«. c,. 4 7;u+;i/«, c M 7;u^r-^s, c«7;i/*-;us 
& CM7;p^r-;us*j«fc^c M 7;Hrz:;ustt. *-n-en, AD^>if$fc 

HC w 7JU3 + ^StzJ:011fil$nT^Tt)«fctO ic/iteR"- (CH,) q- (q 
f) 
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»R 31 - (CH ; ) p-O-^T, tt*^5(Cf2«0D{b-&fe. 

8. R'\ R», R»&£XSR«(D>}>U< tfel^AD^r>^it, gjf# 

9. R» R\ R 2i &±ZfR 1 ><D<)>te<tbl^tfmW^tciZ7ymm? 

10. R H , R ! \ R"^ck^R^/>^< <!:ifolo ^ CM7;Wl/S ^ st . > 

11. R 2 \ R a . R !S fcJ:tfR : ^e>.-£2 0^^Ug£SEU i0©2o*i 

*mi%=?-zmT. rnxmsiztmoits®}. 

12. R» R'\ R"&£U:R»(D'J>t£<th bum, 75/g, C 

13. R 2 \ R :5 4od:^R»^7K^il^^L, R"#Aoy>JC^ C,,7;U 

is. R v %&zfR n <D\,*?nfr£Mmj3&*mm?&Ho&&&?> m# 

16. xa«CH£fcttN£SL, 
R u . R"&<£z>'R 3 >*7Km^£gU 

R"^cttXR"^7K^^^gL. 

R"A<» c,..7;u+;ufi, c M 7;py-;i/», c M 7;u+zi;us (c,..7;mmu 
s, c M 7;uy-;us*«fctxc M 7;u+-juatt. ^-n-?n> Any>e^*fc 

«CM7JHi + ->S(CJ:0«SI$nTlriTt>«t^) (CH.) q-R J! (q 
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□+->S(3ckog^$nT^Tt)ctVi7xr;us, trusts, $.tziti-y^)i 

17. X^CH££teN£^U 
R". R M ^cfc^R"^*7K^^^«L, 

R^ADy^f. CJ^+^S, Cm7;Hi^->», ££te:zhDS£^ 
L, 

R"£ <£tfR"<Z> ti^ * fc ttP5*3&«7K*KTF£W|. L . 

R w #, C.7JWPS, C»7)V*r=.)V& C„7 )V*-)\,%s (Cu7JW 

£, c»7;i/^r-;i/S*5«t^c M 7;^n;i/S«. -en-en, Aoy>nfSfc 

ttCM7;P3*x£K«fcD*ftSnWT*>«fcVO Sfctt- (CH,) q-R" (q 

□+'>S(i«kD«si$nT^Tt>«k^7x-;uai» bfysws, ^fc«^-75 L ;i' 

1 8. XAJCHSfcliNS^L. 
R 2, *J:^R-' 2 ^M^CM7;i/a^->«^^L, 
R"> R'^tfR^K^lfi^gU 

u 

R^TK^TO^CSSr^L. 

r"#. Cm7;u+;u«, c.7;i^-;i/g, c»7;p+=;us (c„7W 
c M 7;uy-^gi5«fctfc M 7J^-;u£Wu ^ne-*n, /\n^>m^fz 

teC»7)UZl*ism\Z&K)mm2tlT^Tb&^) Sfcfi- (CH,) q-R" (q 
19. X^CH^fcttN^U 
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-. (CHi) p-0-£^U 
R*\ R w ££tfR 3 '^kSiJlH^^U 

R^V\Dy>^, c„7;M^S, c>.,7)in**>m, ^fzit^ham^ 

r"^\ Cm7;p+;us, c M 7;i/^-;us, c m jj|/+^h (c m 7j^ 
£> CM7;p^r-;p*^j;t;c M 7;i'+-;p«tt, ^-n^'n, Any>if$fc 

ttCM7;m^'>«»3«k01i»$nT^Tt>«klri) (CH,) q-R" (q 

2 0. R !l «^C,JJ^ + y|^Il, R"^SR 5 '- (CH,) p-O 

2 1. R 11 **. tK^S, 7 5 y» (C©7 5 7«0 1*^tt2©zK*iR : Ftt» 
-g-n^'n, 7Ki?*t=tDMm$tlT^T ! fo=l;^C 1 .,7;i/^;i/S(C c b0M^$nT 
^Tt>«fclrO. £fcte«R"- (S) m- (R"«, c„7;wusicJ;DW&£ 
tlT^Tfe Ja* 1 ~4 IHWgiff fc^trfi&fPSifctt^gSfno 5 ££S§lS5£g, 
**^«CM7^*;i^Sfc«fcO«fil$nT^Tt)«tuS*m^J:^K*IR ; P* 4 

£jiiR£ns i ~ 2 flosa^s:^tr«sipsfctt^tefo© 6 mmm^^s^s 

U mttOT&S) p*«l-4©S»S:^-r, «*I19Sfctt2 0C 

2 2. p^lt^, »3fc®l 9~2 1 Wftt/^— JKfcE8©fl:£&. 
2 3. R"^\ SR N - (S) m- C^TR'U CwT^+^SJCfc 0« 

U rattOTS^) £^T, 9-2 1 0^rha»-JWcEIR0fl;£tt. 

2 4. R"**, SR"- (S) m- (ZZX'R"it. C H 7WMSl:J:OI 

&£ftWTt>efc^ i */ttt2ffl©s*j!R : ?^tf^fiSlDa)6 j|«*ms;*** 

U mteOT&3) ^gL, p*«lT*4. »^ 1 9 ~ 2 1 (D^Ttlfr— 
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2 5. R ,4 ^&£ftT^T=bi:^t 0 'J ^;UT*3tt#E2 3*fcte2 4 (C 

2 6. X#CH3;&ttN£gU 

- (CH 2 ) p-0-£SU 
R 2 \ R 35 *5J;^R : '^7jc^^$gL, 

R M **Any>«^. CmJ^jH, c w 7;m*->iK, h ng£gt 

R"*cfcDfR J, cDVi-rn^$fe«M^^7K^T^©S&^L, 

r m #, c^mp^s, c 2 ..7;u^-;«. c«7;^-;p* (c.^M^ 

\*C>,7)l'U*ismz£<0WmZnT^T>b£^) (CH,) q-R" (q 

g£3rr) &&Ts m$tm s izmmoit-B,®. 
27. R !, mmmc,,7)izi^^m^L. r'wsr 11 - (ch,) p-o 

2 8. R 11 ^. 7j<i?S, 75 /g (C0757S©1 ^fc«2<7)7K^iI^fi. 
^T*>«fcV>h ££«SR"- (S) m- (R M tt, C w 7Jl/+;Hl:J;Di»$ 

* * ^ tt c w 7 t «fc o «!ft $ nx ^ t t> «t ^ » s asis*?-** «t tfK&jgH 1 ** 
29. p*«nf*s. ai*^2 6~2 8©^-rn^— ^tiH*©{b^«5. 

3 0. R 1 '**, *R"- (S) m- (£dTR"tet C^tWUSK J; QW. 

i^nxuxfein i sfc«2is©S3!iiR-TF*^tr^fiaip©6iia*ii!scs** 
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U mteOT&£) £3Tf. IM^2 6-2 8 ©fc>f ttfr— JfiKiEffcOffc^ft. 
3 1. R"fr\ 1R"- (S) m- (C^TR ,4 (i, CmJ^JUCJ: OS 

l, mtto-es^) ^l, pAnm ^*^2 6~2 8o^Tn^— m\z 

3 2. R ,4 35««tt$nT^Tt>«k^eU^;UT*-5ai#«3 0£fc«3 11: 
3 3. X^CHSfcttN^L, 

- (CH.) p-0-£SU 
R", R M 43«fctfR M j&«#*ISC^££U 

R u ifi/\ny>m¥s Cm7;u*;us. c M 7;m+s/*, stu-hDSsg 
u 

R l, ^7K^JMTO^©S^SL, 

r 2 w. c w 7;u*;ps. c«7;!/$--;ug, c M 7;u*=;i>« (c,<7;u*;u 

liCJ^n + yllUO'liSnT^TfcJ:^) Sfctt- (CH.O q-R" (q 

lioifciiiwss^L. R M ttApy>j®^ CM7HJHifcttc w 7;p 

3 4. R !l ^#IiCM7JP3 + yS^L, R i! ^SR"- (CH,) p-O 
3 3 £SE*(0{fc;£tt. 

3 5. R J '#, tKScS, 75 <c:©7 5/«<0 1*fctt2<Z)rt*IFftt. 
-tn-^n, tK&SKiJ; 0Ii$nt^Tfcct:^C,.,7^Sl:<t OMM^nx 
^TfeiW, tfcttSR"- (S) m- (R M tt. CM7;i/*;US»3«fc0Elft$ 
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U mttOTifcS) £3SU pa*l~4©S8£*t\ »3ftB3 3 Sfctt 3 4 £ 

3 6. p^lt^S, 11^3 3~3 5<D^-ftlfr— *g£E*5C!){fc'&#». 
3 7. R J '^v SR M - (S) m- (ultR'U C,,7;M^Ug£J; Ofi 

U mli0T*5) £^T, W*J|3 3-3 5©^-rn^-^(c|2«(7)-fb^. 
3 8. R"#, SR"- (S) m- CiTR'U C^MMUgf^ D B 

»*nTv»Tt>J:vu*fctt2ffloa*jR«^tr^«aid06Ji«*iii^*** 

3 9. R"^S^$nT^Tt)J;^tf'J->*;i,T*5«^3 7^fe«3 8£ 

4 0. X*«CH3;fcttN£gU 

R «fc &R u m>1'tlfr-j3tftpm& CJJ^ + yl^l, ffi2r#g R 31 
- (CHi) p-O-^Il, 

R"^, c,,7;^^s, c,,7Ji^-;ug, c„7;u*-;u« (c„7;u*;p 
s, c«7;i/^r-jps*5«ttxc M 7Ju*-;i.stt, -eti-en, Apy^tfc 

ttC,.,7;Hi + >'SC«fc0jBift$tlT^Tt>«fclO (CH,) q — R M ( q 

4 1. R"*«#««C M 7^3*S/**»L, R !! ^iR JI - (CH,) p-O- 
4 2. R J, ^\ 7 5 /m (Z<D7=-/M(Dltitz\$2<D7mm z MZ. 

■en-en. &mmz& om&2nT^Th&\,*c t .,7)i'*)\,m\z& ommznx 



WO 00/43366 PCT/JPOO/00255 

- 199 - 

. HTt>«fclrO, £tzte&R"- (S) m- (R 14 ^ Ch7WAII:J:0I«* 

zmviztiz i ~ 2 fi©saig^*^trfiaftSfettT«sift© 6 M$i!tj££&$ 

IB«©ft;£®. 

4 3. P* { 1TS^, tt*S4 0~4 2©^Ttl^-^{Cl2m©^#t>. 
4 4. R"^ SR H - (S) m- (£dTR"«, C w 7K;Hl:«tDI 

U mliOTJ65) »3&g4 0~4 2 OHftl*- ^fclB*©{fc^. 

4 5. R"#, gR»- (S) m- (u^TR'U C,.,7;|/+^SI:J; DM 
&$ttWTt>«fc^ 1 Sfctt2iB©g&irF£^WfafD©6ft«*&s£g£& 
L, mttOTSS) £35 U p*UTS5, W3&B4 0 ~ 4 2 ©ViftlA*— Efc . 
E*©^«. 

4 6. R nT^TtJ;^ IfU ^;UT*-5«f*5i4 4*fctt4 5tC 
fB«©{fc£#>, 

4 7. TfB^b7iSp^b^$ns^#J^7t«^nb©^6<](Cf^T 

(1 3) N- {2-7DD-4- [(6, 7-v* K^^-4- + /U;U) 
7x-;U) — N' -7'De;P^7|/7, 

(5 1) N — (2-70D-4 - {[6-*K*^-7 - ( 2 -^;y* »J J X 
'» -4-*y»J;U] ifr+S') 7I-JW -N* - (2, 4-y7Ma7iI 

;w -71/7, 

(6 2) N— {2-7DO-4- [(6, 7-y/h + y-4.-WJ-JW * 
7x~JH — N ' -7°Dtr;|/'7l/7, 

(76) N— (2-7DD-4-[ (6, 7 - H*->- 4 -*^V*'J ~;U) 
t+y]7i-JH — N ' -1^71/7. 

(117) N-{2-7PD-4- [(6. 7 -y7 h + -*t 1 /'Jz;|,) 
^-+->] 7i-Jl/}-N' -^f/^l/7, 
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(119) N- (2-*DO-4- {16-* h*->-7-(3-t;^'jyyD 
#*->)-4-+^/U-;W 7I-J1.) -N' -fUVfrVUT* 

(135) N- (2-^oq-4- {[6-*h*:>-7- (3-t?^U>V7* 
□ -4-4 1 ^l/U-;^*'» 7x~JW — N' -7n¥)U<yu7, 

(142) N- (2-*PP-4- {[6-pC h^i>-7- (3-KUSW*h 

(143) N- (2 -*PD-4- ([6-^^y-7- (4-tf'J^Mh 

-4-*yj^]t+->j 7i-;w — n' -^pe;u^i/7. 

(144) N- (2-^DD-4- l[6-^h + y-7- (2-mU/I 
h*^) -4- + y'J^K+'>} 7iZW -N* -7*0^1/7, 

(145) N-[2-^on-4- {(6-/ h**>-7-[2- (1H-1, 2, 
3-HJ7V-;i/-i— r;iO ih*'>]-4-+yj;H t+y)7i^]- 

(146) N-[2-^7PP-4- (7- {[2- ( 1 H- 1 — f 5^l/U;W X 
h+y]-6-/h+y-4-+;U)M ^y)7iz;i,]-N' -tW^? 
1/7, 

(148) N - [2-^PP-4- (6-^h + y-7- {[2- (4-^5=-;Pfcf 
^y/) xh^y] -4-^yu;H 7x-jb] -n' -Jn&w 

U7. 

(149) N — (2-7PP-4- {[7- (2-hh'O + ylh^y) - 6 - 
^h + y-4-^yU^t+y} 7i-JW - N ' - 7"P tf;!/9 U7 , 

(15 1) N— (2-^7PP-4- ([6-^h + y-7 - ( 3 -*;i/#U / 7* 
□ -4-^/'JJ^y) 7x~;U) -N* -7°P 

(152) N-[2-^PP-4- (6-/h + y-7- {[3- (4-*^;Ukf 
^y;) 7'D^y]-4- + yUJH 7x^]-N' -T'DfeMUtf 

1/7, 

(15 3) N-[2-^PP-4 - (6-* h + ->-7- {[3- (1H- 1, 2, 

3- h'J7V-;u-i -<;u) 7 , o^y]-4-*;'j;n 7x-;uj 

-N' -7°Pfcf;U7U7, 
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(157) N- {2-7PP-4-[(7- {3-[ (2-k Fd+xI^W 

T)V) 7s.y]7a#^» -6-/h^>-4-^y>j;w t+->]7z-;n 

(159) N- {2-^DO-4-[(6-^ h + i>-7- {[5- (1H- 1, 

2, 3- HJ7*/-;i,- 1 — uv) ^yj-iV}**^) -4-*;v)V) 
7x-;n - n ' -7Ptf;i-7U7, . 

(160) N-[2 -7PP-4- (7- {[4- (1H- 1 -- *5*V'J;U) 7* 

h+y]-6-^h+i/-4-+;vM 7x-;U]-n* -7"PtMP<7 

1/7, 

(162) N- (2-7PP-4- {[6-*h*->-7- (2-WJ/X 
h*^) -4-^^V r »J-;i/]^i/} 7i-W — N' - (2, 4-y'7M 
D7i"JH 71/7, 

(163) N- (2-7PD-4- {[6 h*«>- 7 - ( 3 U / 7° 
P^+v) -4-+^-yiJ-;U]^xJ 7x~;i/) — N' - (2, 4-^7^ 
tD7i'-JH "7 1/7, 

(164) N-[2-7PP-4- (6-* h*->-7- {[3- (4-*9M!/t? 
^7vV) 7o^y]-4-+tVUzjH 7x^]-N' - (2, 
4-y7M07i-;W «7U7, 

(165) N- (2-7PP-4-[(7 - {3-[ 

T)V) 757]7°P^+S/} -6-* h*^-4-^^yj-;|/) ^y]7i- 
M — N' - (2, 4-77;^D7i-W 7U-7, 

(168) N— (2-7PP-4- {[6-^h + x-7- (3-WU77 
P#*v) -4-*y U^]**^} 7xZ)W — N ' - (2, 4-77MD 
7x-;U) 7^7, 

(169) N - (2-7PP-4- {[6-*h*>—7- (3-t£'J5?;Mr- 
-4- + ;iJ^]t+y) 7x-;t0 - N ' - (2, 4-77JWD7I 

-;P) 7H, 

(170) N-[2-7PP-4- (6-*h*->-7- {[2- (1H-1. 2, 3 
- h>J7V-)l>- 1 -<;U) Ih + y)-4- + ;'J)H 7x"Jb]-N 
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' - (2, 4->*7MD7iZJW 

(184) N — (2-^OP-4- {[6-^h^i>-7- (3 - fcf^'J ^/^P 

-4-^±yj-;p] 7x-;u> — n' -/^;i/^i/7 

(18 5) N— (2 -£PP-4 - {[6-* f>=^>-7- ( 3 - fcM 'J yV 7'P 
-4-*^/u=;W 7x=;W — N' 

IS 

(18 6) N— (2-^pp-4- {[6-* h*~>-7- U-tf'JxMM 
S/) -4- + />j;t/] 7x-JW -N' - (2, 4-y7M07i- 
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